JP11171848 



Publication Title: 

AROMATIC AMIDE DERIVATIVE 



Abstract: 

Abstract of J P1 11 71 848 

PROBLEM TO BE SOLVED: To obtain the subject new compound having 
Acetyl-CoA Carboxylase (hereafter, referred to as ACC) inhibitory activity, and 
useful for the treatment of viseral adiposis syndrome as a risk factor of geriatric 
diseases such as myocardial infarction, cerebral infarction and diabetes. 
SOLUTION: This new compound is an aromatic amide derivative of formula I 
(R<1> and R<2> are each H, a 1-1 2C alkyi, aromatic hydrocarbon 
group, aromatic heterocyclic group or the like; R<3> is H, a substituted 
amino, 1-1 2C alkyI, 2-1 2C alkenyl or the like; Y is CH=CH, N=CH, or the like; 
R<4> is an acidic functional group; ring A is an aromatic hydrocarbon group, 
aromatic heterocyclic group or cyclic alkyI), e.g. 
2-[2-(3-trifluoromethylphenylamino)benzamido]benzoic acid. The amide 
derivative of formula I is obtained, for example, by condensation reaction 
between an amino compound of formula II and a carboxylic acid compound of 
formula III in the presence of a condensation agent and a base in an inert 
solvent. Data supplied from the esp@cenet database - Worldwide 
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Y<j-CH = CH-. -N = CH-, -CH = N-t'^ 

im^ms ] R» mm l < timmmi^mMit 
mmttMmm t l < mmmm^m.mmm m 

-/I'S . gjii t L < immkm^mmi\^mm t fdt 
mt L<immmmmwmm^sm&b ltw 

tLT^^c, -C4 (DTn'^jmx'$>i>m^2se. 



[i««iH5] R3 ^STk^M^t'*)'), R' *<amtL 

msm7} mttmm^-m^R'' conhsoj 
-x'm^tihmvS)imm 1 mnco-j^miT 5 

^(jt*. RE as^tL<iiiES}Sc7)c,-c,,c7)r 

S. ) . 

[000 1] 

Wizm. i**eHC{iAcetyI-CoA Carboxylase (OT. A 
[0002] 

[0003] — ACCtiAcetyl-CoAj; i^Malonyl-Co 

A cry^&^mmtmmx'h*) . ^m^^mi&cn^-^mz 
anzmmmmx'h^. ttc, Acctci^^Acetyi-coA 

*-^.-&^$il>*v;Malonyl-CoA g^^ii. iail:R«gBlltti?c7) 
J^^-)U^—M.t LTi?5?lHtW^-rS Carnitine acyltr 
ansferase *rSi|ffllLTi.i-5.C:i: A^^'btiTVi^. 

iz. fHimmmizm?>minm^^comim. ac 

X. Accmtimw-t^mu. ^a^mzuK^xm 
Mnm<^±-t&mmi-^ t mmzitm^ m-th -i t 
{zi:^)m.mzm-6^mmmm:m^^^, ssst 

h y tJ' U -fe y F«i^B!t$-flJi6i]-f I. ; t fc =6: 0 . 1*1 
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[0004] 

'^mmm'm.^mtx.. mmiUzm.. tie 

[0005] 
[0006] 



[-(1:2] 




(I) 



R» R2 



[00 07] R' at/R2 <i*3gSl^> lEJSt 

mMmmmz:^i. y<± cii=cii , N=cn 

[0008] 

5^ ( I) ■C'^^§tLi.^#^r 5 b'iSS(*«^titT'*n^. 



W)^Ac Commit Lxmif>x^m^sii<7)X'$) 

[00091 liiTtc, ifmrn^^-tmrnmr s ki^ 
fei^T rc, -Ci2cr)T;l'^;i^j tLTfi, 

n-7'^;K 2->tf-;l'7'ntryk l-Z'^lVrxt 
1, i-e/^-t-zux-^vu. i^^n7>;P, n--^ 

4-^^;l^yf-;l', i -xf-/i^:/f-/K 2- 
.'I', n-A.rf-;K 5-;<^;l^'s.^i^;P. 4, 4->'> 

^yf-)V. x^oA.af 1, i-i/xf-.'pr 

?'^;k 1 1 -x^/kv4f y;!/, 

^/t/, 6, S-i/:i^iV^'/^)V. n-T-V/k 1 -;>< 
S->t.^ll'J-lV. 7, 7 ->-';>< f-.'l':t^' 

rJ'/P. S, 8 -i^V^/py n-Hri'7k 1- 
^f-^i'i^y-fi-vk 1 0-;<f-;p'>yTv;k 5-;<f- 

.'P'^y-fWU, 9, 9-y.Xf-;l/-Ti/;Hf?rW^-fSC 
t*<t'^ , Zixh<r)7iV^)i^^z\imzm'ii:r)Wmi^ 

^ t ^ -6 . ^ >! it i 1/ 

T;UrJ^£^S, :;KdS. TS^S, v-T/S, * 
[ 0 0 1 0 ] t >t. rgjtt L< J5:ilS«ii05?#K,^{t 

•(bk«ffiSrVM,\ mx.\iyi.-)V. ^f-;P7x-;p, i'' 
;<f-;l'7x— ;k ;<h^i^7x— ;k h^^i'^x— 
/W, r:.hD7xr.;k v:ihn7x:::;L', ^^uayx.— 
>^i?on7x-;t^. 7ot7x::.A-. >?7'o^7x 
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ayii-jl^yji-fV^ r$y7x:i;k hKn:^v7i:i 

[0011] 'mmi>L<imm(^)mmmm&. 

< . ^ ^m±iz 1 M±o«^coams^^rtr i>T 
'j;k -^yy/k y^yu^i-. ^yV7 7r:;k 

y>x-;k -fS^V'U/k ^yX^ 5^/^/1^. 

y'';;u. t^-tV'J.'k t:7V'U;k b-y.^i/yu. ^7 
^ y :t=¥i^y y >f y >f y F >J u 

[0 0 12] "C2 -Ci2or;i/^-;i/«j (i:. Kii^ 

ttzmmmco^-^Tiivi^ i < . 1 1 

p^a;k l-^^;U-2-7"nAin;U, 2-^f-;l'- 

rn^-^l^, 2-7'n^— l-yr—^k 
:i;k 2 '^yr-;l^. 1 ^yrz:;i/, 1.3 T'jJ^ 
yi;^XJi;k 3-;><f-;P7x::^;k 1 -^^'fe::^;^. 2 
-^^-fe-;k 3, 3-S/><f-;i/-l-7x-;u. 4. 
4">-Vf-/l/- 1 -^yr:z.A', 1, 3~/<>':5?i;x::. 
1 , 3-'s^i; s^'x:::.;W. ^,7*7^:::;^^ >j-:;^r::^ 
2-S/^n^=3p>';^xf-— /k/^-— ;k r-b— ,'1-. 
'^yr-ir:!;!^. KT'fe:^;l/^$rM^t-|) . <I 

SMI^^ /^a^^^J^^^coi^t^^i-Ct i < . 1 -ro f - 
71/. 2-rnf::^yk 1 -^f-A- 2-7"nb'':::A'. 1 
-xf*;^-2-7"ut:-;^, xf^-;k l-rf-r:;P. 
2-7>-;k 1, 3-y^'v^^~;k 1-^y^::^ 
2 ^y-^--!.;!., 1. 3 ^y^^^-'-f .-^/k 1 
2-^^,y:i;u. 1. 

3, 3->-'^^;^- 1 -rf^-;!/. A,7-^-;^ 

[00 14] tit. -C,20T7l-:3^>'Sj i: 

Tn;K^i-. l-j^f-^l/Xh^v. ii-yh^v-, 2- 
y^;^To.if*>'. l-^f-yWroTK^S/, 2-;^^;^ 
-2-roif*>'. 1, 1 -y;><^yl'Xh^v', n-^ 



yf^;P:t>¥v. 3-;^f';P7>^^>'. 1 -xf^;l/7*D7K 

n-^^v7l';t^S^. 3. 3 - f^/I^y h ^ 
y, ^7''f-;l';1-^>'. 4-.Xf^;p^yh=^y. v^p^n^ 
^y;Mh^>\ :t^^f'7^:t^y. y-;^:t^->\ TV- 

\t. luiaCi-Ci2c7)r;l/^;l^mT:L/::S{effii:lRl 

[0015]^/^^ ^K'ffiwt&Sj utmM. ^)Viir 
a. 7.;i/*a. x/i/7^ys. y.;i/7xys. 

N-Ty;Ur51'5:Bl»^S. N-Tyyi'TSl'a 

tLT«i:. W^tf-^5tR5 C0NHS02 -X^^ix 

7;^^./t^.. jTSJK^-fbK^S. fflft7^yS^J^^iia 

Sit L<{i*ffi}t<^oC2 -Ci2^->7;i'^~;PS. 
« t?^^7 $ ysT$> 0 . $ ^^icajfts^ije^i-^M^K 

^i:-#:i:5Sr')l-b"PUy'::^A'ffi. b'^^UvV*. 1 

- tr^7 y'::^;t'S. ^/i/i^ y ya. u y*. 

1 -^t-b HP7-b'b^^;l.S^O^TnM^^'&tf5'- 
7 lOfiSfttt^mif iSrffM^a i: t T# & « 
[0016] K'tttft^Si: tT(i. M;ctt'7&;U;i<^y7 
S h\ 7ts;^d^yT5 N\ x;urf^yT5 x;i/7 >f yr 
5 h\ x;l.7xy75 K, K , N-^ 

yy-f ;^7^;kii:-^y7S \\~y3L:z.)Vij)Vifs^l/r 
N-<yy>f;W>c;W7^y75K. N- (3-^y 
y>:t^y^yy'>f;^) xy|/jfvy75H. N- (4-b 
y 7;l.:t o ^A^VVA ) ^/l-Tjt y 7 S H . N 
y yVPx;u* y 7 5 K . n - 7 x y 7 5 1' . 

N- (4-:ihn<y^/^;U) x;l/7i^y7a N-^ 
yY^ji^t^x^^yr^}^. n -^yy-f ;i/X;i/7 ^ y7 
SK. N-<yy-f;U^;ty7;kif^y7S N-7-b 
f^;U;?^;l'*y7S K> N-7'ny>?y>f;w;;^;i/*y75 

N- (2-.?^^;l') rDy\V>f;l/.x;^*y7$ 
N y;5^y^;ux/P;fvy7SF. N ^^•try^/UT./u 
*y75H. N-T;«ry-<;U'X;^*y75H. N-Kr 
^y^/UT.yV'^yTS N- (2, 2-yV'f";u)r 
n>^NV>(>l/;^A':fsy7$F\ N- (2-i/:^P^^ry 

7-t:f'yl';^;k^y75b\ .N-7xX;P:;t^S/;{^;U 
,-Kr:;UJ^yP::t;y7^ N-^yyVl':t^>':*/k-Kri/l' 
X;U7t;>'75K, N-^ h=^y^;V'ifrL;l'.X;l/*y7S 
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,»Udf-7Ux;i/*yTS N - ( 2-^f-;P) y'tutt^ 
>-;«f;U4?-;kX;P*>'T5 h\ N- (2. a-v-'^f- 

;i&;i/;l-C-7l.;^;p* y 7 5 h\ N - HTx^U:t^x;<^;Pt^ 
r^/^X;^*yr 5 N - 7 x:::;UTS y:^/l'ni~.'l'X 

.'l-) x-f>)l.T = y2>/l^*;-;I^.X;l.:i-.yT5 N- (2 
N- ( 2, 2-i^V^;W) 7'otVl-r5y*/P;K-;WX 

FTi^yi^T5/j5';P'-K-;i'X;i^*yr5 F\ n- ( i- 

0 j^*x;b-;5r;p .-Kx;!. ) y T 5 F\ N (1 
h"'^7i>--'l-;<?-'P*'-^l') x;l-*yTS N- (4- 

[0017] KiiE-JR:* ( I ) xmtih^w^r S F 

[00181 mmmmtmi-m ( i ) x-m^ 

ffiir«gs^omcTSFiy«(*n, 2mzmm&.mi:^ 
thhmmtK. tfa, Ai}<mk7>\^^i\^X'f>h 

R* •C*mSKttW8^^/^l^(cT5Fffl!i 
[ 0 0 1 9 ] HiiSE JKs^ ( I ) t-a§n«>^«K 

m<^^mw.mmsi:mmmtLx-^-ri,Ci -C4 r 



X'hhztmtLw 

10 0 20] tfz. R3 *^'«Eit^,cOC5 -C, 2 r/pJf 

mmi^tix^-t^c^ ~c, or;i'=3f;i'ffiT*>l> 

Jiiil^coc, ~c, i<r)7ii'^)vmx'hh ^ t i^/^'ck?).! 
-^R5 CONHSO2 --cs$iiss-c-i)^c:t*« 
[002 1 ] ifm^<Dmmr 5 Fi^!iHJt ttJi. w 

;c<f J^iTO'fl:-^?*I^fi^l^-r-2. C h t^X't I,. 2 - ( 2 - 
( 2 - f U i/'yu) T 5 y'<.y XT S F ) ; 2 - 

( 2 - ( 2 -^x:i;l') TS yKyXTi F ) 

K: 2- ( 2- (2-7;P7'j;w) Tsy^yxrs 

F ) ; 2 - ( 2 - 7"^;^T 5 /K>XT 5 F ) 

: 2 (2 3r^'^;i.T5 y'<yxr 5 f ) 3c 

,f.#ffi ; 2 - ( 2 - FtV;UT 5 yKyXT S F ) 
^pg; 2- (2-i/^a'\^;L'rS/<yXT5F) ^ 
.B#i? ; 2 - [ 2 - (2 -;<f-;l/7°D t•;^7 5 / ) '^.y 
X75 F] : 2- [ 2- ( 1 -rot;;l.7'f-;(/ 

75./) '<.yX75 F] ; 2- [2- (3-.X 

^;U7'^;W7Sy ) '<yX7S F ] 3c,e.«SS : 2- [ 2 

- ( l-^^;U'v=5rv';I/7$y) '<.y:3<r75 F] ^.&# 

2- [2- (2-x^;l.'^df>->'l^T5y) <yX7 
5Fl^,g.#K: 2- r2- (2, 2 - i^"^ f-/W7*o 
/l'75yXyX75 F] 2- [2- (3- 

7x-;l'7-ne;l'7Sy ) '<.yX75 F] S,&SS5 ; 2 

- [2- ( 6-7.T,:i/l.'\Jfv;l.75./ '<.yX7$ FI 
Sm#g?; 2- [2- (N-;<f-;t~N-'v^v';t^) 7 
S/'^yXTS FJSSSiS; 2- (2->fV'fyFU 
/P'<.yX7 5 F ) ^M.mm ; 2 - ( 2 - ^^^l-^ 5 /'^ 
yX75F) 4 FD^,|.#li; 2 (2 7"^/l/ 
75y<yX75F) -5-xbn^,g.#Br: 2- (2 
-7"f-;l^7 5 y'syX7S F) -5-M'7;t-5i-a;<f- 
n-^-t*!! : 2- ( 2 -7'^;U7S /^yXTS. F) - 
5-bFD^i/^,g.Sg!: 2- ( 2-^^/17 S.y^y 
X75F> -5-^F=»fi^S,t«lg; 2- (2-7'f-;U 
7 5 y^y X7 5 F ) - 5 - o o^,B.SK : 

[002 2] 2 (2 7'^;l'75y 4 y 
KyXT^Y)^MMm; 2- ( 2-7xx;i.75y- 
4-7x^-f-;l--'<yX75F) «,t#8S: 2- (2-y 
f-;U7 S / - 4 —NJf i^;l''vyX7 S F ) g,&#g? : 2 

- ( 2 - 7"^;P7 S y - 4 -T£/;W'<>yX7 5 F ) 

2- (2-;<'f-;l'7Sy-4-7i-;l'Xr=.;t- 
Kyxrs. F) 3c-B#i?; 2- ( 2-7'^;W75y-4 
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- 7 X -)l-Ji^->],KyXT i V ) $-&§S? : 2 - ( 2 
-;<f-;UrS/-4-'\yy;U7r^vA;>:Xr5 K) ^ 

2- (2-7'f-;i^riy-4-'<.y>'VP5|-^>' 

KyXT S K ) ^.f.ffK ; 2 - ( 2 -■fi-)\^7%J -4 

( 2-7>;i'T$y-4-TJ^;i'^^i^'<.yxrs h) 

2- (2- (2-tr';v;l') 75/--! -7 

i-y^x^-zP'^yXr 5 K ) : 2 - ( 2 - 

(2-f-x:x;l/) rsy-4-7x:^/t'Xf--;U'<yX 
75 H ) 5?-&Sit ; 2- ( 2 - ( 2 -7/U7 U/P) 
y-4 -7x-/l.X't-;I^>'Xr 5 H ) ; 2 

- ( 2 - /iJ-yPT 5 y - 4 - 7 X :i/l-x^:i;Ky XT 
SF) 2- (2-;^f-;UT5y-4-7x- 
;i,x-7- -;l'><.>'Xr S )' ) : 2 - ( 2 -x-f}l- 
r5y-4-7x - ;l.x^ri;P^yXr 5 H ) 

IS; 2- (2-rnfcVPT5/-4-7x-;l/X^::^7l/ 
K>X7 5 H ) g.i.Si? ; 2 - ( 2 -;ti? f-zPT 5 7- 
4 -7x::i;l^x^-rtx<.yxrs Y ) §cMSSm ; 2 - 
( 2 - T i//P-T 5 y - 4 - 7 X riyuxf - - ;K>XT 5 
K)S.§.SK;2- (2-'<.yi^yl^TSy-4-7x- 
;l^x^x;l./< vXr S K ) 3;,i.#Bf ; 2 [2 (3 

7x-.ii-robv>) r$y-4-7x-;pxf-ii;K>' 

XT 5 K] 

[00 2 3] 2- (2-y^;l-rS/- 5-7x-/l.'X 
f--;UA;yXrS K) 2- ( 2-x^/UT5 

y - 5 - 7 X -;uxf--;l.'<, y XT i H ) 5?,&S^ ; 2 

- ( 2 -7°Dtr;l-r Sy - 5 -7x-;Wx^:z;KyX 

rsK)^,&#if; 2- (2-7'^;i-r$y-5-7x 

-;Ux.i--iirKyXT^ K ) ; 2 - ( 2 - :t;7 

f-;kr S y - 5 - 7 x--;UX^ -;UALyXT 5 H ) 
#®!; 2 - (2-^yj^'/l'r5y-5-7x::^;PXf-- 
.'P'^.y XT 5 K ) ; 2 - ( 2 - 7 X -)1'7 5 y 

-5-7.T.-;Pxf-r:;l'^yx'T5 H) 2- 

( 2 - 7 X -;PT 5 y - 3 - 7 X xf-ri;l/A;y XT 
SK) 3c.&SiS; 2- L2- (3-7xX/prolf;P) 
T5y-5-7x r:;l.x^r.;l,'<.yXT S H ] ^MM 
B?;2 [2 (2 tHo^i^x^;P) TSy 5 
7x-;Px-7-Ji;KyXT5 K] 2- [2- 

(2-;<;i^;*7'hxf-;l') TS y- 5-7x-;i.xf-c: 
.'P'<.>-XT 5 F ] ;2-[2-(2-T$/X 
f-yl-) TSy-5-7xc:i;Px^:::;l''<yXT$ H] ^ 
2- .2- L2- (N. N-y;<^;UTS y ) 
x^;t^] TSy-5-7x::^;Wxf-:i;KyXT5 KI 
?c ; r 

[0024J 2- (2, 6-x-^^x;l'T5y'<.yXT 
5H) «J.#K: 2- (2. 6-i^'7x:zyPTSy^y 
XTS F) $,&#S!: 5-t Fa^x-2- (2-7x 
-;l'T5y-4-7x n;i.x-f-x;Ky XT 5 K ) 
Sfig; 5-j<^;l'-2- (2-7x3:.;UTSy-4-7 
x-;Ux^:iyKyXTS K) : 5-7'Dt- 



2- (2-7xX/PT$y-4-7xX;l.xf-x;Ky 
XTS F) SI-S6g: 5-y F=^fx-2- (2-7x- 
,'PT S y - 4 - 7 X n/Px^rL/l^A^y XT S F ) S-SS 
5-T5y-2- (2-7x-;PT5y-4-7x 
::i/l.Xi^::iyKyXT S F ) $.g.#K ; 5 -y yl^^T F 
-2- ( 2-7x-;UT5y-4-7x::^;l'Xf-r:/U'S. 
yXTSF)S,&#i!: 3- ( 2 -7x-;PT5y-4 

- 7 X n;l/Xf-- ./PALyXT 5 F ) 7 x y- 2 

/i^'-Kyi? 

[0025] 5-y^;P-2- ( 2-7x-/t-TSy- 
4-'<>y>';i/^^v"<;yXT$ F ) : S-r/n 

=t-2- ( 2-7x-;l^T$y-4-'<.yx;P;r=Jf>'^ 
yXTS F> ; 5-yF=5rJ^-2- (2-7x 

-tl-T 5 y - 4 -<y i/;l':*^i^'<.yXT 5 F ) 

gg; 5-T5y-2- (2-7xri;ur5y-4-<y 
xyPrt^v'^.yXTS F) 7e-&#«?; 5-y;l-'>i?TF- 
2- ( 2-7x-;PTsy-4-'<.yi/;ujrdf>'syx 

TSF)^,&S1?; 3- (2-7xc:/l'TSy-4-^ 

yi/;i-^df v"<.yXTS F) f-jr7xy-2-;<?;u.tcy 

1$2- [4- (l-.*^'^-;!^) -2-7x-;PT5y 
^yX7 S F ] $,ft#ir : 2 [4 (1 '^y^:! 
)U) - 2 - 7 X -;PT S y 'vyXT 5 F ] S,g.#S5 : 2 
-[4- (3, 3-i/;<f-;i'7^'y-i--f;i.) -2- 
7 x-zl-T 5 /<yX7 5 F ] $.&«S! : 2 - [ 2 

f-/UTsy-4- (3. s-ifjt'f-iuy^y-i-^ 

>l-) ^yX7i F] ^MMM; 2 - [4- (3-i^^'D 
^^iyji^Xxjj^y- 1 --f -2-7x::.;t/TSy'^ 
yXTS F]3c-i.«i!: 2- [2-y^yUT$y-4- 

(3, 3-i^'yf-;i'X:fy-i--f;i') '<.yXT5F: 

[00261 2- [2-7'^;l/T5y-4- (2-7;l' 
7 'J^l-) xf-x/|,-A;>-XT 5 F ] ^MMm ; 2 - [ 2 - 
7 X -/l^T 5 y - 5 - ( 2 - tr 'J ) x^ - ;P'<Ly X 
TSF]m«i!; 2- [2-7xr^;l-T5y-5- 

( 2 --^Ji-JU) x-f-x/P'CyXTS F J 3c,&«K : 2 

- [2-yf-;l'T5y-5- ( 3 -y Fdf x7-p^N-y- 
1 'f;!') ^yXT$ F] 2c,l.«BI: 2 [2 T'^/u 
T5y-5-(3. S-i^'xF^^i^TTnvN-y-l-'f 
.i) '<.yXT5 F ] : 2 - [ 2 -T'f'/l'T 5 y 
-5 - (4--Fo7x::./l/) xf-:i/l-'<.yXT5 f: 

2- [2-7'^;l'T5y-5- (4-bF^ 
i^y x.-Jl > xf-ri;U/<yXT 5 F J ; 2 - 

[2-X-?-;l/TSy-5- (4-v-Ty7x:::;W) xf- 
^;l^yXT S F ] T^JSMM : 2 [2 X^fir 5 y 
-5- (4-T5y7xx;u) x^Ji;KyXT5F: 

[0027] 4-'<.yi''n';t^ri^-2-7x-;l'T5y 
-N- (2-X;l--7yt-r;i/7xX;l/) A;yXT$F : 
2-7'f-;l^TSy-4-7x;:;l'Xf-:i;U-N- (2- 
X;U7Tt^A-7xr:;W) <yXTS F : 2- (2-e 



^J'Jjl^) T$y-4-7x-;!.'Xf^:i;^-N- (2-X 
/U7r^-< ;l/7xr:;|/) KyXT^ K ; 2-yf-;^r5 
./-4- (3, 3-v.Xf^;l'7'^>-l--f;^) -N- 
(2-,x;^7r^''f;l/7x-;l^) <yXT^ K ; 4- 
(3. 3-i/'^f-/l//^y- 1 --^ylO -2-7X-/U 
rsy-N- (2-x;W7T^:^/U7x::i;^XyXr 
; N- [2- (2-7x-;l^rSy-4-7xrL;l. 
xf-:i;l/^yX7 5 H ) 7x::.;l-X;^7fv:::yP] T-thT 
S K ; N- [2- (2-7x:i/l'r^y-4-7x:i;U 
xf^-yU^yXra K) 7xX;^X;U*x;|/] 7':5^yr 
5K : N- [2- (2-7xrL;l'T5y-4-7xr:/U 
xf-:^;KyXr$ K) 7x:i;l/7:y^;^::i/l/] bV^/Vr 
K : 2-^^jU~N~ [2- (2-7xx;U7-^y-- 
4-7xX;px-7^x;p/<.yXT5 I') 7xX;px;P;J;:i 

;p] TmN^yr^ K : N- [ 2 - { 2-y^^;ur ^ / - 

4-7xx;^xf'X/p/^>'XT$ K) 7 xx;i^7.;^7};x 
71'] T^hT^ K ; N- [2- {2-r^)lT^y -4 

- 7 X ciyl-x^- /P-^y XT 5 F ) 7 x rL/PX/l-;!?- 

[0028] N- [2 - [2-X^y|/7^y-4- 
(3,3 i/'^ ^ /l^ 7^:5' y 1 >f ;l- ) <yX7 5 K : 
7x^;UX;U7^-;U] r-tr f T5 H ; N- [ 2 - [ 2- 

7>;i/r5y-4- (3. 3-x;>{^;i/7'^>'~i --^ 

K ; N- [2- [4- (3. 3-S/'^^;l/y:5^V- 1 - 
>f;U) -2-7xX;UT$./<yXT^ K] 7xX?l.X 
yW7f;-;H T-thTSK : N - [2 - [4- Kl~it9 
-2-7x:::/l/rS/0'Xr5F] 7x:::/l/ 
X)Vits::^)V^ T-bfrSK ; N- [2- [2-7'^;^r 
Sy-4- ( O-Xr^Fl 7x:::;l' 

X;^:^x;l.] T-irhT^K ; N- [2- (2-7xr:;P' 
T5y-4-7x x;^Xx-;^'^>'XT $ K ) 7 x 
XyV-Tl^x;!^] T-tr hra K ; N~ [2- [4- (3.3 
-y:^^}VX9y-\-:si::^)V) -2-7x:iyUTSy 
OXT5 KJ 7xxyux;l-*x;l^J T-bhTS K ; N 

- [2 - [2-7'f^;UTSy-4- ( l-:t^^x;l.) 
^yXr ^ F] 7x-^;I/A;U:^ji;U] r-tr h7^ H ; N 

- [2- [ (2-^-t;^) rnhvu^r^^-j^/u^K-zi/^c 

;P7r^-f;l'] 7x-/P] -2-7xX;P7$y-4- 
7x:::;U'Xf--;l.A^yX75 F ; K- [ 2- [ ( 2, 2 
-i^V^yl^) xh:5r3>yy;W>:^/l'X;i'7T^-f;l/] 7x 
-;^J - 2-7xX;P7S y-4- 7 xx;l/xf^ 
yX7S F ; N- [2 - ( 7 x^yU/T^ v-^/l^.-KriykX 
)Vyr'^'i>V) 7x-;l/] 2 7xx;^7Sy 4 
7x-;l^x^-;K>'X75 K ; N- [ 2- (A.^ti^yU 
:t^S/;<?;^4t^x;PX/l,7r^:^;^) 7x^yH -2-7 
x::^;I/7$y-4-7x:::n'Xf-:i;l'^y7:7S K ; 2 
-7'f^;U75y-N- [ [N- {2-><^)Vru\^)V) 
it^i^fj)Vifs-)VX)Vyr=t4)V^ 7x^yl/] -4-7 
xx;U'Xf-a;l/'<yx7$K ; 2-yf-;^7Sy-N- 
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[2- (7xX;l,':t^^r^;*;l;Kx;UX;U7r^>f;l.') 7' 
xri;l^] -4-7x:i;!/Xf-:i;^^>'X7^ F ; 

[0029]N-[2~ (.:^f^;^7$y;<?;^7Kx;UX;U 
7r'^^)V) 7x-;l/] -2~7x-;l'75y-4-7 
x:::^/^x^:i/KyX7 5 F ; N - [ 2 - [ ( 2 -^f- 

-2-7xX;l/7 5y-4-7xx;UXf'X;l/^>' 
X75 F ; N- [2- (7x::i;^75 y;<?/^;K:::;^X;^ 
7r^-fy^) 7xr:/l/] -2-7x:::;l/75y-4-7 
xX;l.xf^x;p^yX7a F ; N - [2- (y-f;U7$ 
J^j}VA^srL)VX)\^yr'^A}V) 7x:i;l'] -2-7x^i 
yV'7Sy-4-7x:::;i/Xf--;l^A:.>'X75 F ; N- 
[2- {i^^n^^>'}VTiy:^JV^^:^}VX}V'yrt'i 
)V) 7xX7l.] -2-7x-;l/75y-4-7xX;px 
^x;^/<yX7^ F : N- [2- [ ( l-h-^Uv-V) 
^}\^if.r.)VX}Vyr^^)V'\ 7xx;t.] -2-7xX;^ 
7$./-4-7xX/|.xf-:i;P^yX7a F ; N- [2 
- [ {4-j<i'fV\!:'^y-JJ) A;MC:i;l/X/^7r^^ 
)V, 7xx;l.j -2-7x-yl^75y-4-7xX7Px 
^z.)\.KyXT^ F : 

^'^^mf}mmt)V^^ yUh h \ -^txjv^^ y 

T. ^iga^co^. ^Ii.tf7;k*'J^ff,Jg 

ti^-y^h.^. -^y^^y^h.W^}i) . 7y 
^x^Aig. *^tgS^c:OtS. ^J7jf*fi7^>tl (fi?ij 
LM. FUx^;l/7$yS. tf'jyVig. bnUyi®. 
x:J7/-;U7SyJS. F'jx^!^/-;l/7^yt«^ N, N 
->^Vf^;P75yxf-;P75yig'S:i:') . $)&V^^S«S 
tt7 ^ y ^i: c7)^^^ .1 h h . 

[003 1 ] *iS0j3c7)^»K7s Fi^swi. mum 

[0032] 

[-fbsi 



(8) «^T11-171S48 




R> R2 



(10 (III) 




Rl R2 

[00 3 31 5^4". R' . R» . R3 . R* , YH^t/ 

mcr^ ¥mmMmm^z\±. m^tth^ (no 

-(t:-^tc*fiE-ri.!Ee (If) X'7T^^ixh7i.Mt-^^ 
^ < 1 1 1 ) X'm^ixt^)V^^ym{e.-^t^m^ 

[0034] :m^w&\m^\m^-ri.zJno z t*^ 

x-f S h\ 1 -x^;U- 3 - ( 3 - ^/U7 S y TP 
HtiSSI. ;!{f;l^.i<::.;l.'i^VS/V'-;K 2-^oo-l- 

[0035] hh\M, 5^ ( I I I ) X'^^HiXhtDVi^^ 

wx'hmmmiz^Ui.^. d i ) T75$*t* 

T$ y -fb-^iiRIBi^-ttSC: 1 1' J: Off 3 i i tfS 

I.. 

[ 0 0 3 6 J -dt^4;ai^^li. f:»S1t=5r^«8. mm 
cox-r;l/M ; 'O'-b'y. h;Ux>\ ;^i.>'^£0^# 
?k#; i^;?n;P;<5'>', i^'^nyPX^V, M;:7nnx 

MJ /I', r o h->j- hU /l^<?>- h y /PS ; pg!x^;U 

[ 0 0 3 7 ] $ A>fc, *ai^Rl5{iJg^cO#ttTtff 3 



«) m-ftift ; iimm-)' hv^i.. Kst-'KS* 'J 'fA 

•>yxX h H , J{f 'J AlSny h 4r >- K^OT.'P;^ U 

y. N, N-i^MVTOt/l— N-xf-/PTSy^iOh 
U T^l/^^PT S y ; t 'J x;>< f-^PT 5 y f y x 
y, t"3 u y. ;pf-i;y^(7)t''j xy-di-^ti^coj: -5 ^: 

mcommt. ^M^ymit-^iziaLx i-^i ofgs 

[0038] Zcnii-^cnm^RlfcHzmh^ ( I I ) CO 

Tsy-ft-^iKjtj^; (III) mju^'^ym<^-^ti.^ii 

Kht^&tsL^jthmzmmmamb^-^!^^ (in 
^'i.i/tc (III) ioit-^vacoimMizx o-mm^ 

^^c. ^ffltOlSffl«±. ( I I ) 

j;rjf ( 1 1 1 ) w^li^!^^IK^^L■c i~i ofg^aa^n^ 

[0039] hieo^j^jstij: ont.iitimi 
-tes ( I ) x'^ii^ti^^^mr s. nmmzi5\,^x. 

^mmn* *'7y/Miyg?xxr;Ut'$>SJ^{c{i, aj« 
roy?y-;i/^(;)7;P3-;i.-J^jS^4'. ymiti-h 

Rmzx K> . )mi/f\^t^ym'\mmi-h c t //t-§ ^ . 
*7t. ftne-®^ ( I ) x-nk^ti^i^^mr ^ mm» 
izm^x, mmmR^tfi7i^)i'Xj]/t^y7^mxhh 
ik-^i. mni^um^bUBx-^i^tifi^ (dttp 

mx'hhit-^^i, ±mbtzT--ism:m!^'¥X'±^L 

izxmnm-ttzti^x'^t. 

[00401 ±MUcaxti,ff)K)Simm^^h-^z> 

ztizx'omtt&im-mi ( i > -c^^tity;^ 

mmm-hztm-%1. 

[00411 :^m<7)mB fsAd) x'T^^ixm-^ 
ST 5 vmmm^ii^ffi^mmzmm^iiimirm. 

mt IX t hizik^-t^m-^. i^^axr/n^i^B-com 

5-3 0 in « 1 --3 iHjtc^3-<t. unik^i-^(0-/}<ift 



(9) 
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10 0 4 2] ti-^:^m\<nmmi, mmt-ti>i 1 1 

mi^^mfziimmtu%h x o izmmm^Mtfz 
\±w^^m\t LTfci^Ti.j;o, mcoAinmzii 
p mmi'^^itm^mmt ixmsatx t j: 

ixr. m^'^&m<^m:iz^h^x , mm^^, is**), 
^rt td±m&mz^t--:>',&wsmi . -mz t 

[0043) 

{mkm\ mz^%mm^m. mmaxxmnm 
m^zi ^xnhm%^i\hhmu*j:\^. 

[0044] ##^1 : 2- [2- ( 3 - h U 7-'P;tn 
[004 5] 

(-(1:4] 



[0 04 6] 2- (3-NU7/l'>l-P^f-;P7x-.'Ur 
57) S,e.#^l . 5 g ( 5. 3 3mmo I ) WM*'^ 
y-lrVigig ( 2 0Tn 1 ) \,zm\:'f-^-)V2. 0ml. 

N, N->''^f-;^•;^./^Ar5^'^^iSS:i!lD;t. 2^fa!iig|fe 

TS*u. a®i!ii:<>'-t>i 0ml mmi. n&m 

mL. ZiX^:'AO^T^mV^M.l. 30g (10. 6 
7mmo 1 ) , 2-r5yS,ft#ffi?X^/L'0. 78ml 
( 5 . 3 3 mm o 1 ) «07j< (15ml), 

(10ml) c^m^?§jS{c«tu, mSiXA^mmL 

y/l':^yM.^V'7h^yy^-X'^mL, SiSft^ 
1. 82g (JR^8 0. 1%) 
[0 04 7] NMR (CDCI3 ) <? : 1. 43 (3 
H, t, J = 7Hz) . 4. 42 (2H, q. J = 7H 
z), 6. 98 (IH, ddd, J = 8Hz, 6Hz, 
2Hz), 7. 14(1H, t, J = 8Hz), 7. 1 
9 7. 26 ( III, m) , 7. 34 7. 44 (4 
H. m),7.47(lH, s).7.60(lH, d 
t, J = 8Hz, IHz), 7. 84 (IH, d, J = 
8Hz), 8. 11 (IH. dd. J-8Hz. IH 
z), 8. 79(1 H. d, J = 8Hz). 9. 76 
(IH, s), 12. 00(1H, s) 
[00483 HMfiail : 2 - [2 - {S-Y-Vyil-^a 
pi^jUy X -Jl-r S. J ) '"CyXT 5 Y ] gc,S.#&' 
[0049] 
[{LSI 




(10) 
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C2H5O2C 



[00 5 0]#*Ba|lT^Lfc2- [2- {3-hV 

S^Xf-yl/O. 66g(l. 5 4mmo 1 ) iOX:^y-;^ 
mW.il5m]) (ClN-TKK-fL^hU^ATKJgiSl 5 

0. 44 g (IR*7 1. 6%) iWc. 
[00 5 1 ] NMR (CDC I3 ) ^ : 6. 96(1 
H, ddd, J = 8Hz. 6Hz, 2Hz). 7. 15 
-7. 29 (2H, m), 7. 35-7- 45 (4H. 
m) , 7. 48 ( IH, s) , 7. 68 ( IH. d t, 
J = 8Hz, IHz) , 7. 
z) , 8. 1 9 ( IH, d, 
( IH. d. J = 8Hz) . 

1. 73 (IH. s) 

lH(fc^, cIn-^ KBr) :3500-2600, 1 
708, 1652. 161 2, 1582, 1456. 1 
336, 1210, 1 1 1 2, 752. 740 
MS (m/z, %) : 40 0 (M+ , 5 0) . 382 
(6) , 263 (100) . 264 (48) 
SJL#.: 18 9-1 9 2-C 

[0052] ##M2 : 2- [2- (2. 3-l^:^'t)i^ 
7 - x;^r 5 y ) KyXT 5 K ] SmSKxf-;!. 
[0053] 

[>fl:6] 




79 ( IH. d. J = 8H 
J = 8Hz ) ,8.83 
9. 70 ( IH. s) . 1 



[0054] 2- (2. 3-i/Vf-;U7x::.;l'rsy) 
S.6#K2 . 0g(8. 29Tnrnol) c7)^7l<0"b> 
( 2 Om 1 ) {rMitf^::^)V2. 0ml. N, N- 

I. ssife^oHfyi om 1 izmmi. n^mTrm 
m^iUz. as%'r»sx^;n om 1 mmt. 

::nS'*?&K^K*y*>A2. lg(17.41mmo 
1 ) . 2-T^./??..t#igxf^;H . 2Tnl (8. 29 
mmo 1 ) CO* ( 1 5m I ) . SigXf-;!/ (10ml) 
^?g^^{cSSTL, MfflT3i^ram**L^, *fl|,lS: 

MtL. 7mmm:^i^/vxii\}iiUz. ^mm^A^. m 
m^:^xmmi^i. mAmm^^^^>i^^^^x^m 

$4 0. 4%) 5:^57:!. 

[005 51 NMR (CDC 13)^:1.44(3 
H, t, J = 7Hz), 2. 22(3H, s), 2. 3 
3(3H, s), 4. 43(2H, q, J = 7Hz), 
6. 81 (in. dt, J==7IIz. lllz), 6. 8 
8(1H, d, J = 8Hz). 6. 98(1H, d. J 
= 7Hz) , 7. 04-7. 30 (4H. m). 7. 5 
9 (IH. dt, J = 8Hz. IHz) . 7. 82 (1 
H. dd. J=8Hz. IHz). 8. 11 (IH. d 
d. J = 8Hz. IHz). 8. 83 (IH. d. J = 
8Hz) . 9. 48 ( IH. s) . 11. 96 (IH. 



(11) 
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a) 

[0056] mmm2 : 2 - c 2 - ( 2 , s-^-'^^f-zp 

[0057] 
[^t7] 




[0058] ##092-t'S3it)t2- 12- (2, 3- 
-✓^ f-;l^7 X -;PT 5 y ) < yXT 5 H ] $S#^xf- 
;l^0. 6 1 g ( 1 . 84mmo 1 ) ff)J< /-fUmWt 
(15ml) IZlN-Tm-iti'hV'yM. 1 5m 1 S-JD 

-r;t'-^^1>->-C'WJSa L . ^d^l:^?*i 0 . 3 4 g 
(IR$6 0. 2%) 

[0059lNMR(CDCl3 )5:2. 22(3 
H. s ) , 2. 33 (3H, s) . 6. 79 ( 1 H. 
t. J-8Hz) , 6. 89 (IH, d, J-8H 
z), 6. 99(1H, d, J=7Hz), 7. 09 

(IH, t, J = 8Hz) , 7. 13-7. 22 (2 
H. m), 7. 23-7. 31 (IH, m), 7. 67 

(IH, dt, J = 8Hz, IHz), 7. 76(1 
H, d, J = 7Hz), 8. 19(1H, dd, J=8 
IIz, IHz) , 8. 87 (III, d. J = 8Il2) , 
9.43 (IH. s) , 11. 69 (IH. s) 
IR(t/, cm-', KBr) :3380, 3500-2 
400, 1696. 1 646, 1 582. 1 294. 1 
254, 1 21 2, 754. 650 
MS (m/z, %) : 360 (M* , 58) . 342 

(8) , 223 ( 100), 224 (43) 
mA: 1 0 7~1 0 8*C 

[00601 ##fiai3 : 2- {2-7 j^-fUT^ y^y 

XrS K) S,i.#S!X^;U 
[006 1 ] 
[•fCSl 




[0 06 2] 2- >'x-/W7Sy^,&#^0. 50 g 
( 2 . 3 4 mm o 1 ) £Oifi;j«<y-eySjS (10ml) 
tcmL-l'^t-Jl'l . 0ml. N, N-v';<-tVP*;PAr 

sh'sssa^jpi.- 2mmamm.t. mmmsTWi 
mm^^Lfz. m^mmmj^-'f-ii-i om i i,zm 

U ^a2:*JfeT^if;5"J'>A0. 6 5g (4. 69m 

mo I ) iJj;tA'2-7SyS-&#Mx^;l/0. 34ml 
(2. 2 5mmo 1 ) C0?K (1 5m 1 ) , p®x-?-,'P- 

( 1 om 1 ) «s^{i!«fcaTL. m&z'i amsmn 

I- V ^M^-zmm. WiMmET^^ i t: . y<J:(i y/u 
*7A^'n-7b^^57^-t'«fSiU, flKiSlt^O. 3 
6g (IR*4 2. 2%) 5-t|!t, 
[006 3] NMR (CDC 13)^:1.43(3 
H, t, J = 7Hz) , 4. 42 (2H. q. J = 7H 
z), 6. 88 (IH, dt, J = 7Hz, IHz), 
7. 03(1H. t. J = 7Hz), 7. 12(1 H. 
t. J-7Hz) . 7. 20-7. 43 (6H. m) . 
7. 59 (IH, dt, J=8Hz, IHz), 7. 8 
1 (IH, d, ,T=8Hz), 8. lOClH, dd, 
J = 8Hz, IHz) , S. SO (IH, d, J = 8H 
z) . 9. 63 (IH, s) . 11. 94 (IH. s) 
[ 0 0 6 4 ] Mfi(5!l3 : 2- < 2 -7x-;l'75y<>' 

xr^>') i<M.m 

[00G5] 

[fl:9] 



(12) 





[OOOGl #*(!?!l3?'88iU:2- (2-7x:^;^7 
5 J^vXr 5 K ) ^.ft#Kx^;UO . 1 4 g ( 0 . 3 
3 7mmo 1 ) <n^^ J -)Vmmz\nim\t^V')'^ 

M^STL^4t3L7L^f^. PKxf^;UT2[IItttlJL;to 
4.2%) 

[0067]N]VIR(DMSO-d6 )^:6. 91- 
7. 04(2 H. m), 7. 15-7. 26 (3H, 
m), 7. 26-7- 37 (3H, m), 7. 42 (1 
H, dt, J = 8Hz, IHz), 7. 65 (IH, d 
J = 8Hz, IHz), 7. 78(1H. d, J = 
7Hz), 8. 03 (IH, dd, J = 8Hz, IH 
z) . 9. 30 ( IH. s) . 1 2. 0 1 (IH. s) 
IR ( t/, cm-i, KBr) :3372, 3400-2 
700, 1696, 1646, 1584, 1504, 1 
452, 1210, 750 

MS (m/z, %) : 332 (M^ , 58) , 314 

(5) , 195 ( 100) , 223 (14) , 196 

(50 ) , 1 67 (30) 
2 3 9-2 4 0*0 

[00G8] : 5-x]>n-2- (2-7xX 

}VT 5 J^yXr 5 K ) "SiMmW 

[0069] 

Ubi 0] 
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[0070] 2"yx-:::y^rsy^,&#K0- 50g 
(2. 3 4mino 1 ) <?:)^7K<y-fe'yJM ( 1 Om I ) 
WS'fl:-7^:tx;l.0. 2Gml (3. 5 1inmol)^Sfl 

ti<?)i^'fb;<f^i->'^^iffi (10ml) 5:7k^T2-ray 

- 5 -X h ogE§i?4 27Tng(2.34mmol) 
i5j:VMfX^;l/TS>0. 65ml (4. 68mmo 

1 ) <nm.^^VVmWL ( 1 0 Orn 1 ) (C{i§TL. 

-T»$¥L. 1ii£'ft^1^3 0 0mg (1R*34%) Srt# 

[0071] NMR (CDCls )^:6. 95-7. 
01 (2H,Tn), 7. 17 (2H. d. J = 7H 
z), 7. 2 8-7. 34(3H, m). 7. 45(1 
H. ddd, J=7Hz, 7Hz, IHz) , 7. 79 
(IH, d, J=7Hz), 8. 49 (IH, dd, J 
= 7Hz, 2Hz). 7. 76 (IH, d, J = 7H 
z). 8. 76(1H. d. J-2Hz), 8. 86 
(IH, dd. J=7Hz, 2Hz), 9. 2 0(1 
H. br-s) , 12. 41 (IH, br-f^) 
IR(l/, cni-\KBr) :1706. 1646, 1 
598, 1574, 1 556. 1498. 1450, 1 
346. 1 286, 1 254 

EI MS (m/z, %) : 377 (M* , 48) . 3 
47 (1 1) . 197 (10) , 190 (78) . 16 

8 (8) 

SliS: 2 3 2 — 2 3 3^C 

[007 2] |ISfii555 : 2-7x::^;l'T^y-N- (2 

[0073] 
[itll] 



(13) 
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Wv_.NH2 



HOjC 




[0 07 5] NMR (CDCI3 ) a : 4, 89 (2 
H, br-S), 6. 8 6 (IH, ddd, J = 6H 
z, 6Hz, IHz) , 7. 06 (IH, ddd, J = 
IHz 



[0 0 74] 2-Vx:^/Ur5y^J.#&ng (4. 6 
mmo 1 ) c7)M7j</<yHfy^§^ (1 Qm 1 ) tClaft^-^t 
-;i.O. 2Gin 1 (0. 9mmo 1 ) S:Sn;i> 21^Pag 

Uym^ (1 Om 1 ) $'7lC^T2-T$y^>'-ir>X;^ 
if^yrS F808mg (4. 6 mm o 1 ) ^Ot:Ui/'y?§ 
( 1 Om I ) trjiSTL, ^;ST'l 8B*faM#t. ifi-fL 



7. 21-7. 30 (7 
7. 63 ( IH. dd, J = 6H2, 6H 
67 ( IH. d. J = 6Hz) ,7.97 

8. 40 (1 H, d. J- 
br-S) .9.87(1 



6Hz, 6 Hz. 
H. m) , 
z) . 7. 

(1 H. d, J-6Hz ) . 
6Hz) , 9. 49 ( IH. 
H. br-s) 

IR(i/, cm^ KBr) : 1644, 1580, 
51 6, 1 506, 1472, 14 14, 1 332, 
290, 1 258, 1 222, 1 168, 1 1 56 
E I-MS (m/z. %) : 36 7 (M* . 5 2) 
36 (1 7). 1 96 (65) , 195 ( 1 00) 
67 (37 ) 

MM,: 1 2 6-'l 2 7r. 
[00761 ||SfeC?y6 : N- [2- 

v-2-7x>'-;wr 5y^yxTS K) o-b>x;u 

[0077] 

[fl:i2] 



2 

1 



— . H2N02S 





(OO78]3g]ffe0!l5rSjSUo4 <yi^)U:f^>^ 

2-7x:::;^T5y-N- ( 2-x;^7r^>^;^7i- 
;^) -^yXrS K3 0 0mg (0. 8 2 mmo I ) . 4 
-h»;7;I/7ro;<^/I/^yy-f ;i/:^nU KO. 24ml 
(1. 64mmo 1 ) i5j:r/jKKyy>J'>i^340mg 
(2. 4mmol ) ^OTK-i^'^t^lfV 1 : liSJKdO 

m 1 ) ^ 1 smsmnuz. mm^mi. mmtryii 
^hi^yy^-vnmt. @fE^[:^2oomR mm 

45%) Sr^ffc. 

[0 0 7 9] NMR (CDC I3 ) 6^ : 6, 92(1 
H. ddd. J = 7Hz. 7Hz, IHz). 7. 00 
(IH. ddd, J = 7Hz, 7Hz. IHz), 7. 



1 7 (211, d. J=7Hz 
(5H. m) . 7. 04-7 

95 (IH. dd, J = 7H 

8. 1 0 ( 3H, m) . 8. 

z) , 9. 40 ( IH. b r 

H. br-s) 

I R (i^, cm-i, KBr) 

644. 1 580. 1 518 

324. 1288 

E I -MS (m/z, %) : 

88 (6) , 197(7). 
(100), 17 3(9), 
[0080]»M^J7 : 2- 

- 7 X :iA'T S XT S 



) , 7. 29 7.45 
. 70 (3H. m) . 7. 
z, IHz) . 7. 96- 
2 3 ( 1 H, d, J = 7H 
-S) , 10. 65(1 

: 1 696, 1 662. 1 
, 14 74. 14 52, 1 

539 (M* . 25) . 2 
196(57). 195 
169(8) 

(4-^yv>;t^>'-2 
K) 



(14) 1$ga¥l 1-171848 



[0081] 
[^tl 3] 




[00821 2-7x-;Ur$/-4-'^yi»:t^S/ 
SASffil OOmg (0. Blrnmol ) cni^it^i-U 

y ( 1 om 1 ) mmzmm^m^T. is^i:^^:^;i/o. 
04mi (0- 5 0mmo \ ) iMtmi&x^immmn 

2ml (1 . 30Tnmo 1 ) . 2-TSySl>#K0. 
04g (0. 31mmol) COm^\::<^lyy (10m 

1 ) ?s?saiSTL. Man smmmwLfz. i N-ts 



^^f77^-t'«iaLliiB^t-^tt38Tr.g (IR$27. 7 

[0 08 3] NMR (CDCl3).^:5. 04(2 
H. s), 6. 49(1H. dd. J = 9Hz, 2H 
z) . 6. 86 ( IH. d. J = 2Hz) , 7. 05 
(IH, t, J-7Hz) .7.11-7.18(3 
H, m), 7. 25-7. 42(7H,m), 7. 64 
(IH, dt. J = SHz, IHz) . 7. 73 (1 
H, d, J = 9. GHz). 8. 15(1H. dd, J 
= 8Hz, IHz), 8. 81 (IH, d, J = 8H 
z) , 9. 93 (IH, s) , 11. 64 (IH, s) 
IR(i>, cm-i,KBr) :350 0-2500, 1 
682. 1 652, 1 580. 1 524. 1452. 1 
254. 752 

R r -MS (m/z, %) : 4 38 (M* , 2 0) , 4 
20(43). 302(11), 301(16). 21 

1 ( 9 ) , 9 1 ( 1 0 0 ) 
M^: 20 3-204'C 

[00841 ^M0«8 : 2 (2 7x-;^75y 4 
- 7 X Ji^kxf'-yi.O'Xr S H ) ^.fi#B! 
[0085] 
[{I:14] 



[0 0 86] 2-7jr:~;UT$y-4-7x:i;L'Xf'r: 
/l^.i.#B$2 00mg(0. 64mmol) cOiSfLX^ 

i^y ( 1 Om 1 ) mmzmMm%^. 

0. 1 5ml (1. 90mmo 1 ) SrjDi.. M^flT'm 

^fb-ylOmlC^JgWL. CixS:*^ThUx^;^r^ 
yO. 36ml (2. 55mmol). 2-75^$.*. 
#ffi!0. 0 9.^ (0. 6 4mmo 1 ) C0^it;<^Uy 

(10ml) '^SOITFL. m&Tl S^fSmWLfz. 

IN-im^Ml. ifi?x^;PTllfcttiL^. 




J^'^a-^h^yy ^-Tmrnttzlk. T-feh-Ml^UT' 
SSrta^aU. Mie^l:fr??g3 7mg (IR^I 3. 4%) s-ft 

[0 087] NMR (DMSO-de ) 5 : 7. 0 6 
(IH. t, J = 7Hz). 7. 11 (IH, dd. J 

= 8nz, IHz) . 7. 1 9 7. 27 (3n. 

m) . 7. 32-7. 46 (6H. m) . 7. 54- 

7. 60 (2H. m) , 7. 65 (IH, dt. J=8 
Hz. IHz), 7. 82(1H. d, J = 8Hz). 

8. 03(1H, dd. J=8Hz. IHz), 8. 5 
7(1H. d. J-SHz). 9. 36(1H, s), 
12. 08 (IH, s) 



(15) W^^Fl 1-17184 8 



IR (i^, ciii-i, KBr) :3324. 3400-2 
300, 1682, 1650, 1582, 1 556, 1 
416. 1266, 756 

EI-MS (m/z, %) : 432 (M* . 23) , 4 
14<100). 295(55), 188(65), 1 
87 (58) 




SM: 2 2 0-2 2 3'C 

[0088] ##f?lj4 : 2 - r 4 - 7 xC^/PX^^i/l/- 

[0089] 
[^bl5] 

C00C2"5 



[00 9 0] 4"7j;-;kx^J:yU-2- (3-b'j7 
;U5rn7x:iy^r5y) 3f.ft#B!2 50mg (0. 66 
mrao 1 ) ^/J^?^^^^^?^^ (10ml ) i^ZtR^ti^:^ 
-;H. Oml. N. N-x^f-yl^^fv^l/AT^ mfS^ 

'ft^^^;^^i!!i)±T®*tyt:^ «®ft^^y^f>l Dm 

x^;Ul Dm 1 (Cv^ML. ^ii(C7mT^K* U 

0. 1 8g ( 1. 3 1mmo I ) . 2-r5y$S#B? 

X^;l^O. Iml (0. 6 Gmrno 1 ) c;0.7)< ( 1 5m 

1 ) -ftSlx^yp ( 1 Om 1 ) Oig-&?Sfl5{cffiTt. m 

0B$ISIJS#L3t. *«)iS:^ifL. ^liSrB^Kx 
f-yi-T^L^t. i&Sl^/K. iN-i^K. tam^S?7K 

yj^^u-^h^'yy^-vmmL.want^mo, lo 

g (IR$2 9. 4%) ^nt:. 
[0091] NMR (DMSO dg ) ^ : 1 . 4 4 
(3H, t. J = 7Hz), 4. 43(2H. q, J = 
7Hz), 7. 10(1H, dd, J=8Hz, IH 
z), 7. 15 (IH, ddd. J=8Hz, 7Hz, 
IHz), 7. 27-7. 30(1H. m), 7. 33 
-7. 3 7 (3H, m) , 7. 4 2-7. 54 (6 H, 
m). 7. 61 (IH, ddd. J=8Hz, 7Hz, 
lllz) ,7.81 (HI, d. J = 8IIz) . 8. 1 

2 (IH, dd. J = 8Hz, IHz) . 8. 78 (1 
H, dd, J = 8Hz, IHz), 9. 83(1H, 
s) . 12. 05 ( IH. s ) 

[00 9 21 mmm9 : 2- [ 4 - 7 x ^^I'X^-;^- 



[0093] 

[^bi6] 




[0 0 94]##l9!l4'CMiiL3t2- [4-7x-;^x 

f'X;l/-2- (3-^'J7;^:tO;^f^;^7x^7^7a 

/) >^yxr$ h^] S,&#^xf-/n oomg (0. 1 

Smrno 1 ) ^Xr^y-yl' (10ml) Jg?g(ClN-7k 

miti-hv^j^^mmi om i sjnx.. 2^mHmMw. 

[0095] NMK (DMSO-dg > : 7 . 17- 
7. 28(3H, m), 7. 38-7. 54 (7H, 
m), 7. 5 4-7. 65(3H, m). 7. 82(1 



(16) 
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H, d, J-8Hz), 8. 01 (IH, dd, J-8 
Hz, IHz), 8. 55(1H, d. J = 8Hz), 
9. 28 (IH, s) , 12. 06 (IH, s) 
IR(i^, cm-i, KBr) :3304, 3500-2 
400, 1 654, 1 608, 1538, 1418, 1 
334. 1256, 1 226. 1 1 28. 754 
E I -MS (m/z. %) : 4 84 (M* , 12). 4 
83(34), 482 (100), 464 (12), 3 
63 ( 1 2), 2 56 (27) ,2 1 3 ( 13) 
m^r- 2 2 8-2 3 or 

[00961 ##«?)5 : 2- {2-<yzy)\^riy<y 
X'rs F) ^.f.SKx^/U 
[0097] 




[0 0 98] 2-T5y^y>CrS KS,&*^Xf'/l' 
1. 5g(5. 28mTnol)^0K, N 
ArSF?g?S(2 0ml)t.-^it;<?U'>A0. 76g 
(5. 5 4mino 1 ) iDckC^^yi/Ol'/n^ KO. 6m 
! (5. 5 4inmo 1 ) S:Jp;c. SiSTlS^^jiffL 

g (JR^4 9. 0%) 

[0099]NIVIR(CDCl3 ) d : 1. 43 (3 
H, t, J = 7Hz), 4. 41 (2H, q, J = 7H 
z), 4. 46(211, d. J = 6IIz), 6. 67 

(IH, d. J = 8Hz). 0. 92(1H. dt, J 
= 7Hz, IHz), 7. 10(1H, dt, J = 7 H 
z, 1Hz), 7. 22-7. 4 1 (6H, m) , 7. 
5 7 ( IH, dt , J = 8Hz. IHz ) , 7. 7 8 

(IH, dd, J=8Hz, IHz). 8. 09(1 
H, dd, J-8HZ, IHz), 8. 30-8. 43 

(in. m), 8. 78(1 U. dd. J = 8nz, 1 
Hz) , 11. 88 ( IH. s) 

[0 100] mmmi o 2- (i-^yjfi^r^y^ 

[0101] 

[^ki8] 




[0102] mm 5 X-rnrn Lt:2- (2 -^VVjVT 
^y^^yXTSF) KE#S*x^;M00mg (1. 0 
7mmo 1 ) X^^y-yl/Jfffi ( 1 5m 1 ) tlN-*^ 
')^hsi^Wk\ 5m 1 ^JDX.. 3D#ra«ilijSL 

WtiLMx^;i.'rttaiL^^. *a®^7K. ISftrfti^Tk 

*L/::. «©ft2:x-r;l./A,-^-»/y(cTS®aSrff 
i\ Wl:'^Iff52 7 3mg (JR^7 3- 7%) ^t#Jt« 

[0 103] NMR (CDC I3 ) ^ : 4. 47 (2 
n, s ) , 6. 66 6. 72 ( 2n, m) . 7. 14 

(IH, dt. J-8HZ, IHz), 7- 22-7. 
41 (7H, m), 7. 64 (IH, dt, J = 8H 
z. IHz). 7. 73 (IH, dd. J-8Hz, 1 
Hz),8. 16(1H, dd, J = 8Hz. IH 
z), 8. 81 (IH, dd, J=8Hz, IHz), 
1 1. 63 (IH, s) 

IR(z^, cm-i,KBr) r3404. 3500-2 
800, 1 698, 1 644, 1 61 0, 1 516, 1 
452, 1 362. 1212. 756 
E I -MS (m/z, %):346(M*,80),3 
28(19), 210(79), 2 09(80), 18 
1 (80), 180(90), 91 (100) 
It*.: 1 7 5-1 7 6r 

[0 1 04] ##15)6 : 2- ( 2 - v^OSx^T S 

yxr$K)3c.&#ilx^;i. 

[0 105] 
['(LI 9] 



(17) 
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[0106] z-n/^yxrs. H^,i.#irx^;p 

1. 5 s (5. 2 8mmo 1 ) cr>t< , N - 

ATS vmm (20ml) {zm^ v^ai. 52 s 

(11. OSmmo I) aXX/^yi^H-faS.l^l. 3 

ml (11. osmmo I) ^Mt. m&x'iam'^m 

OSmg (IR^4 4. 0%) 
[0 1 0 71 NMR (CDC 13)5:1.33(3 
H, t., J = 7Hz) , 4. 28 (2H, q. J = 7H 
2), 4. 29(4 H, s), 6. 87 (IH. dd. 
J=8Hz. IHz), 7. 06(1H, dt. J=8 
Hz, IHz), 7. 11-1. 21 (IIH, m), 
7. 58(1H, dd. J = 8Hz, IHz), 7. 7 
4 (IH, dd. J-SHz, IHz) , 8. 07 (1 
H, dd, J=8Hz, IHz), 8. 82(1H, d 
d. J = 8Hz. IHz) , 1 1 . 88 ( IH. s ) 

[0108] iijift0ji 1 : 2- (2-y<yv;i-rsy 

'<yXr5K)3?-&SK 
[0 10 91 
[•fb2 0 1 




[0 1 1 0] ##fia|6T«JiL3t2- (2->'''^>x;t- 
r $ y^yXTS H ) ^.e.SffiX^;L'7 5 O m g ( l . 

6 1 mmo 1 ) X^-y-zWi^jl ( 1 Om 1 ) (C 1 N -tK 

Wtf V ij A*?S?St 10ml SrJPi. . 3 ii#»|^8S 
Uc. x;S'y-;l^S:jSET@*t. Hg!|ijS:il!IJaSft=-C 

Ktt(cLifisx^;Ketta3L/i. -fctSii^'K, saw^fets 

-iSJSSSL/::. Sg!|?!l2ri^Sx^;^/^df^f>•^-•Cff^ 
ttS-tfVV tSiiB<b^5 9 0mg (JIX$84. 0%) J 

[0 1 1 1 ] NMR (CDCI3 )5:4. 27(4 
H. s), 6. 86(1H. dd. J = 8Hz, IH 
z). 7. 07 (IH. dt, J=8Hz, IHz), 
7. 11-7. 22(10H, m), 7. 63(1 H, 
ddd. J-SHz, 7Hz. IHz). 7. 80(1 
H, dd. J=8Hz, IHz), 8. 06 (IH, d 
ri, .J = 8Hz, IHz), 8. 80 (IH, Hd, J 
= SHz, IHz) , 11. 08 (IH, s) 
IR(i/, cm-i.KBr) :3500-2700, 1 
718, 1636, 1 506. 1452. 1288, 1 
180, 1 1 64, 762. 698 
E I-MS (m/z. %) : 430 (M» . 1 ) . 43 
5(4). 346(24). 345(86), 327 

(18), 209(37). 208(100). 91 

(80) 

H^: 147-148^ 

[0 1 1 21 ##0!|7 : 2- <.?<f-;Ur5>"<.y.Xr5 

F) 2c,&«i8x^yW 

[01131 

[fl:2il 



(18) 
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C2HgO0C 




CjHkOOC 






[0114] 2-rs. j^vxr s h«-&#1!x^/p 

1. Og (3. 5 2mmo 1 ) <0N, N ->'';< f-^'U^J^/P 
ATS r-m. ( 1 Om 1 ) \zm.fj')^J^^. 5g 
(3. 7 Ommo 1 ) fc<J:t/3-H^:J'yO. 3ml 
(3. 70TnTno 1 ) -knt. Sfflfl 6^^*8*1 L 

^A^nvhi!'^^ ^-T«i?t. g9ilfl:-Sf!|*l3 1 Om 
g (JR4^29. 5%) S-#yL'. 
[0115]NiVIR(CDCl3 )^: 1. 42(3 
H , t. , J - 7 H 7, ) , 2 . 9 1 ( 3 H . ri , J - 5 H 



C2f^00C 



0 HN-CHj 



z). 4. 41 (2H. q. J = 7Hz), 6. 69- 

6. 74 (2H. m) . 7. 09 (IH, d t . J=8 
Hz, IHz). 7. 3S(1H, dt. J-SHz. 
IHz), 7. 57(1H. dt, J = 8Hz, IH 
z), 7. 73(1H. dd, J=8H7. , IHz), 

7. 82(1H. s). 8. 09 (IH, dd, J =8 
Hz, IHz). 8. 78(1H, dd. J==8H2, 
IHz) , 1 1. 84 (IH, s) 

[01101 %WS\\ 2 : 2 - ( 2-:^'i-}Vr%J^> 

[Q 11 7] 
[^1:2 2] 



Honc 



WI-CH3 



[01 18l##W7T''^jiUc2- (2-;<f';PTS 
y'O'Xr $ F ) $..&«Kxf-;l.9 5 m g ( 0 . 3 2 m 
mo 1 ) X:5'y--/W^§M (6m 1 ) {CI N~?|<©'ft;:^b 
g^ATtQgfgSm ) SrJni:. lB#^Jng^51^SL>^^. xr$^ 

fk^SOmg (IR^9 3. l%)S:i§fv:. 
[0119]NJVlR(CDCl3 ) 6^: 2. 83 (3 
H, s), 6. 67 (IH, dt, .r = 8Hz, IH 
z), 7. 18(1H, dt. J = 8Hz, IHz), 
7. 40(1H, dt, J = 8Hz. IHz), 7. 6 
0-7. 70(3H, m), 8. 04(1H, dd. J 




HN-CH3 



= 8 Hz, IHz), 8. 62 (IH, dd, J = 8H 
z, IHz ) . 1 1. 96 ( IH, s) , 1 3. 7 1 
(IH, br-s) 

TR(l^, cm*i,KRr) :3424, 
500, 1 690, 1 642, 1608. 
452, 1 296, 1 2 14, 7 52 
E r -MS (m/z. %) : 2 7 0 (M* 
52 (6) , 134 (1 00) , 105 (16) , 91 
(30) , 77 (33) 
M^S: 20 5-207^C 

[0 1 20] ##CTS : 2- (v.?<f^;Ura./^>XT 
^H) g.&«Xf-;^ 
[0121] 
[{b2 3] 
&2H5OOC 



3400-2 
1 522, 1 

, 60) , 2 



[0 12 2] 2-TSy<yXT5KS,&SS!x^»l. 
1. Og (3. 5 2mmo I ) ON, N->-^>^f•y^7^;^' 
ATS m?a( 10ml) t::^i?;&U'>Al. Og 
(7. 04mmo 1 ) feJ;tifH-H;<^'>'0. 6ml 
(7. 04mmo 1 ) $-Jll;t. SfiTl 6«raJt#t 




g (JR*6 4. 6%) 

[0 12 3] NMR (CD CI 3 ) d \ 1. 3 9 (3 
II, t, J-7IIz) , 2. 82 (611, s) , 4. 3 
5(2H, q. J = 7Hz), 7. 06-7. 12(2 
H. m), 7. 15(1H. dd. J=8Hz. IH 
z). 7. 4 2 (IH. ddd, J = 8Hz. 7Hz, 
IHz), 7. 56(1H. dd. J=8Hz, IH 
z), 7. 96 (IH. dd. J=8Hz, IHz). 
8. 02 (IH, dd, J = 8Hz, IHz) , 8. 9 



(19) 
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3{1H, dd, J-8Hz, IHz), 12. 60 

(IH, s ) 

[0 124] mmmi 3:2- ( 2 -S/.Xf^yl^T a ./^ 
C2H5OOC 

[0126] mmsx-mm Lfz2- ( 2-i^j(^jvr 

5 ./K.yX7 5 K ) ^.SSKXf-./U4 8 4 m g ( 1 . 5 
5mmo 1 ) X:^y-yl^?g^ ( 1 Om 1 ) CClN-^g? 
-fb-f h'J'>A7j<?g?Kl Om 1 S-ilui. 2B#rai;juS!iiig£t 

1tV\ SfSft-&!H!l3 3 7 m g (JR^7 6 . 

[0127]NMR(CDCl3 ) 5: 4.27(4 
H, s), 7. 09-7. 18(3H, m), 7. 44 

(III, ddd. J = 8IIz, 7IIz. lllz), 7. 
64(1H, dt, J=8Hz, IHz), 7. 99 

(IH, dd, J = 7Hz, IHz), 8. 10(1 
H, dd, J-SHz, IHz), 8. 97 (IH. d 
d, J = 8Hz. IHz) 

TR, (t^, cm-',KRr) :3400-2400, 1 

7 16, 1636, 1 580, 1512. 1450, 1 

378, 1208, 770. 758 

EI-MS (m/z. %) : 284 (M* , 15) , 2 

70(3), 148(100), 147 (88). 10 

5(16), 91 (24) , 77(19) 

mM.: 13 7-1 3 8-C 

1012 8 3 m^m9 : 2 - ( 2 -tf'^.y >'';l/'<.y XT 

SK) 'mm.-s.^}^ 

[0129] 
[-(1:2 5] 




[0130] 2-r S y^i'Xr S Kg,&*^x^;l'5 
OOmg (1. 7 6mmo 1 ) iON. N-s;.X-?-yU*;P 



yXTS K) 
[0 12 5] 
[ft2 4] 




ATi KSvS (15ml) tClegg/f U-^AS 1 Omg 
(3. 6 9mmo 1 ) isctlN'l , 5-^3- h''<,>':?y 
0. 3ml (2. 1 Immo 1 ) ^IS&L^ 6 0'Cf 20 

tt75mg (J|X*1 2. l%)*#fc, 

[0131] NMR (CDC I3 ) : 1 . 36 ( 3 
H. t, J = 7Hz) . 1. 42-1. 50 (2H, 
m) . 1. 56-1. 67 (4H. m) , 3. 03 (4 
H, t, J = 5Hz) . 4. 32 (2H. q, J = 7H 
z),7.05 7. 14 (311. m) . 7. 4 1 (1 
H. ddd, J = 8Hz. 7Hz. IHz). 7. 57 

(IH, dt, J = 8Hz. IHz), 7. 86(1 
H, dd. J-8HZ, IH2). 8. 06 (IH, d 
d, J = 8 Hz. IHz). 8. 84 (IH. d, J = 
8Hz) , 12. 29 ( IH. s) 

10 13 2]||M«?«14 : 2- ( 2- f'^U vVtOX 

rsH)^,t#is 

[0 133] 
[ft2 6 ] 




[0 1341##^9t'SiiUc2 (2 
KyXT^ V) SJ.#»Xf-;l^7 5mg ( 0 . 2 1 mm 
o 1 ) x^-y-zWigS? ( lOml ) (:lN-*SJ^t-f h 
'J-^ATfQf^gl Om 1 ^Ml. 2B#ISJjP^jSSL/t. X 



(20) 
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\\ ^§B-fl:^5 7mg (JR^7 6. 5%) ^%tz. 
[0135]NMR(CDCl3 43-1. 
50(2H. m), 1. 50-1. 65 (4H, m). 

2. 88-3. 08(4H, m), 7. 08-7. 20 
(3H, m). 7. 44 (IH. dt. J = 8H2. 1 
Hz). 7. 61 (IH. dt, J = 8Hz. IH 
z), 7. 91 (IH. dd. J-8Hz. IHz). 
8. 83 ( IH. d. J = 8Hz) 

TR. (i/, cm-i,KRr) :3400-2100, 1 
676. 1576. 1 520, 1452, 1418, 1 
270. 908. 766, 756 
El-MS (m/z, %) : 324 (M* , 15) , 1 
88 (90), 187(100), 159 (30) 
ii-^i: 1 9 2-1 9 3'C 

[0 13 6] ##(?i|l 0:2 - (2-^oa-4-7x 
[01371 

0. 82g(3. 19mmo 1 ) (O^TKO-b'yS^ 
(10ml) tSlt't*^;!' 1.0ml RlfN, N -J 

f*, ^mmj^^Lfz. n'^mm.:!^-T-)v i om 

1 \.zmmL. Lh^m^TmMA 'J '?A 0 . S 8 g 
( 6 . 3 9 mm o 1 ) diXf2 -T S yS,&S^x^;W 
0. 47TnI (3. 19mTnol)<^7K(15mt)a 
yi^i§x^;U (5ml) c7)ig-^^jlti®TL.. SSt'S 

^aLSta^b^l. 0 8g (JR*8 3. 8%) S-?^ 

101 3 81 NMR (CDCI3 ) 5 : 1. 40 (3 
H, t, J = 7Hz), 4. 37(2H, q, J = 7H 
z), 7. 16(1 H, ddd, J = 8IIz. 811 z. 
IHz). 7. 3 5-7. 41 (3H. m). 7. 3 9 
-7. 58 (3H. m) , 7. 59-7. 66 (3H, 
m) , a. 10(1H, dd, J = 8Hz, 1Hz), 
8. 89(1H, d, J = 8Hz), 11. 62(1 
H, s) 

10 1 391 ^0ill 1:2 - (2-^'DO-4-7x 
-jV:sii--)\^yX7S. H) 3:,t#K 
[01401 

[■ft;2 8i mmioxm^itz (2-9^0-4-7 

3. ~)VJ:'i-~)VKyXTS. Y ) $-&#i!Xf-/H . 0 3 
g (2. 5 5iiimo 1 ) (O^:.-? y-ji' (2 0iiil ) 'MW. 
'•.Z■^l^-:m^■rV^)^l'^WL2Qm\i:iRt, IBS 



x^y-;i.-cstt^t. me^b-^iRjo. 82 g (JR$8 

6.0%) $r#/t« 

[014 11 NMR (DMSO-ds ) ^ : 7. 2 6 
(IH, ddd, J = 8Hz, 8Hz. IHz), 7. 
45-7. 50 (3H, m) , 7. 59-7. 65 (2 
H, m). 7. 66-7. 72(2H. m). 7. 77 
(IH, d, J = 8H7.) . 7. 83 (IH. d. .J = 
IHz), 8. 04(1H. dd. J=8Hz, IH 
z), 8. 57(1H, d. J = 8Hz), 11. 67 
(IH, s) 

(014211111^1 5 : 2- (2-^^i^>Vr%y'- 
4 - 7 i ~iVJi'}-~}V^yXr 5 H ) 
[01431 

[-(1:2 91 ##(5(11 OTI^jtU^ 2- (2-;7Dn-4 
- 7 xa;l'X^-/l//<;yX7 5 H ) 3 0 0 m g 

(0. SOmmo 1 ) cO'v^v/PTSy (5ml) 
{c^it;<?D'>A140mg (0. 96mmol)&?/5 
wt . %<0^gtt^tiHt:»D^. li^tfl 7O'C-C3^^0 

T^iL^j. js^titciM-i^ii^jDx.. wm^^)vx' 
w^Lfz. -mm^:^mm\tii§j^x'm!KmL. * 

^mi^'}^'f)U9.u'7vyyy^-x'i^mLtzm, x 
^ J LSI a^t^ 0 . 1 2 g ( ir^ 3 3 . 

0%) 

[0 1441 NMR (CDCl3).?:0.91(3 

H, t, J = 7Hz) , 1. 28-1. 40 (4H. 
m) , 1. 40-1. 50 (2H, m) , 1. 68- 

I. 76 (2H, m) , 3. 20 (2H, t, J=7H 
7.) . 6. 83 (IH. dd, ,J=SH7., IH7.) , 

6. 89 (IH. d. J = lHz), 7. 14 (IH. 
ddd, J=8Hz, 8Hz, IHz), 7. 34- 

7. 39 (3H, m) . 7. 54-7. 60 (2H, 
m) , 7. 60 7. 69 (211, m) , 8. 16(1 
H, dd, J = 8Hz. IHz). 8. 80 (IH. d 
d, J = 8Hz, IHz). 11. 64(1H, s) 
IR(m, cm-i,KBr) :3344. 2932. 1 
652. 1604, 1 532. 1252. 762. 75 
4 

E I-MS (m/z. %) :440 (m+. 100), 
422(19), 369(29), 3 04 (34), 2 

3 2 (96) 

St-ii: 2 1 1-2 1 3°C 

[01451 %m.m 1 6 : 2 - ( 2 -'<>yi'>r s y- 

4 - 7 X -)]^:L^-)VKyXT S K ) 
[0 1461 

[{l:3Ol##01|lOT^Uc2- (2-i^DO-4 



(21) 



i»$^TH-17 1S48 



- 7 X - ;PX^ - /P'v^Xr 5 I? ) 2 6 0 rri g 

(0. 7 Ommo I ) CO'vyi^'yl-TSy ( 3m I ) {§?S 
tMK;</'J'>AO. 12g(0. 84Tnmo 1 ) .&7/5 

wt. %<7)mm^Mt. uo-cTsmmm 

t-MM L/L'f*, X y -/Ut'f^SSli VmUt-^ 9 0m 
S (IR^2 8. 7%) SrtfJt. 
(014 71 NMR (CDC I3 ) 5 : 4. 74 (2 
H, s). 6. 85-6. 90(2H, m>. 7. 12 
-7. 17 (IH, m), 7. 26-7. 30(1 H, 
m) , 7. 32-7. 42 (OH, m) . 7. 50- 
7. 55 (2H, m), 7. 64 (IH. ddd, J = 
8Hz, 7Hz, IHz), 7. 71 (IH, d, J = 
8Hz), 8. 16(1H, dd, .f-SHz, IH 
z), 8. 79(1H, dd, J = 8Hz, IHz), 
11. 7 1 ( IH, s) 

IR(u, cm-', KBr) :3240, 1682, 1 
650, 1604, 1 538, 1266, 766, 75 

6 

EI-MS(m/z,%) :446(m+, 100), 
428(37), 310(84). 280(87), 2 
2 1 (42) , 1 93 (69) . 91 (22) 
m^?. : 2 2 6 - 2 2 S'C 

10148J ##^1 2 : 2- {2-ji^i\^ra\^;V) 
[0 14 9] 

[€3 1] 2-^'DD$,i.#i^l. Ok (6. 3 9mm 
o 1 ) <02->{f-/WroU;PT5>- (3ml) mi&iZ^ 
'J "^A 1 . 0 6 g ( 7 . 1 6 mm o 1 ) iit>'5 w 

t . %cr,^mmMmt, m'S'^ 1 7 or-e 1 mmm 

-f-'C^SgtSH-fL-^HO. 99g (1R$88. 0%) 

[0150]NMR(CDCl3 )^:1. 03(6 
H, d, J = 7Hz), 1. 99(1H, sept. , 
J=7Hz), 3. 04 (2H. d. J = 7Hz), 

6. 56 (IH, ddd, J=8Hz, 8Hz, IH 
z), 6. 68(1H, dd, J = 8IIz, lllz), 

7. 38(1H, ddd, J=8Hz. 7Hz. IH 
z). 7. 98(1H. dd, J = 8Hz, IHz) 

[0151] mmmi 7 : 2 - [ 2 - ( 2-^^;1'7'd 

e;l^T S y ) '^.V XT 5 K ] 
[0152] 

[ fb3 2 ] 1 2 f Sijs L-Jt 2 - ( 2 -jxi-iura 



tVl ) TS yS,&Si?0 . 3 0 g (1 . 5 5mmo 1 ) 
cOil^'^^y-fe'yiM (5ml) (;:J!g-(l:^:t-/l-0. 5 m 
l&tXN, N-v-'X^/U^/UATS Kmji^SrJni., 10$ 

•fM^ixy 1 om I tcff»t, ;rfL&. g?g#il^Th 

•Jx^/UrSyO. 6 4ml (4. 6 6mmol);5l/ 
2-TSyS,&#K0. 21g(l. 55mmol)<7) 

JS^Cyf-lxy ( 1 Om 1 ) jfjgti. /RJ^TSaTL, S?g 
t'lSB^ralWUc. K)£?i)S(ciM-ti^^Jn;t. 

titf^, x^y-/l.-C'SMaL)^fe-ft^!f!jO. 23s 
(J[Z*4 0. 9%) 

[0 15 3] NMR (CDClj: ) d : 1. 06 (6 
H, d, J=7Hz). 2. 02 (IH. sept, J 
-7Hz), 3. 05 (2H, d, .J-7Hz), 6. 
69 (IH, dt, J =8 Hz, IHz), 6. 76 

(IH, d, J = 8Hz), 7. 16 (IH, ddd, 
J=8Hz, 8Hz, IHz), 7. 38(1H. dd 
d, J=8nz, 7Hz, lOz) , 7. 67 (III. 
ddd, J=8Hz, 7Hz, IHz), 7. 72 (1 

H, dd, J=8Hz, IHz), 8. 19(1H, d 
d, J-SHz. IHz), 8. 84 (IH. dd, J 
= 8Hz. IHz) . 11. 57 (IH. s) 
TR(i/, cm-i,KRr) :2962, 1658, 1 
602, 1 576, 1 532, 1 256, 752, 73 
8 

E [ -MS (m/z, %) : 3 1 2 (m + , 4 1 ) , 2 
69(61). 251 (16). 132(100). 1 
20 (30) 

m^: 1 5 9-1 60"C 

[0 154J##C?I|1 3 : 2->':5'Q'S^>';t-r$yS 
[0 155] 

[•fb33] 2-7aD^,i,Si?l. Og (6. 39mm 

o 1 ) cov^'D'vdf.>./p7 s y (3ml) mmiz^m^ 

';'^i=.l. 06g (7. 1 Gmmo 1 > At/5wt. % 

oismm^Mi. t^'i=4>i 7 0'CT'0. 5^m\sm&. 
Ml. Pigx^/pt-ttait/i. ^-assr^Ksmw-.^is 

MffTSiU.'. ?l®?l^v'J^y;U;?n-7H:/7 7^ 
-X-WBiLWMiit^m I. 21k (iR*9 0 . 6%) ^ 

[0 156] NMR (CDCI3 ) d : 1. 34-1. 
47(5H, m), 1. 60-1. 68(1H. m), 

I. 74-1. 83 (2H, m) , 1. 98-2. 10 
(2H, m), 3. 36-3. 46(1H, m), 6. 
56 (IH, ddd, J = 8Hz, 7Hz, IHz). 
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6. 71 (IH, d, J-8Hz), 7. 36{1H, 
ddd, J = 8Hz. 7Hz, IHz), 7. 96(1 

H, dri, J = 8Hz, IHz ) 

[0 1 5 73 HJt^lS : 2- [2- ( >'^'^'^^>-;^ 
7 S 7 ) -^vXr 5 K ] 
[0158] 

[-(1:3 4 ] #*P!I1 3fiSiLfc2-i':7^A.^x;^7' 
5 /S.&#KO . 3 0 g ( 1 . 5 5 mm o 1 ) O**'^ 
>-<f>i§Vg (10ml) Clg'(t:^::t-/l^O. 5mlMf 
N, K ->''.;< f-/l^*./|/A7$HS!cmJni.. l^Pigm 

,'WT5yO. 57ml (4. 1 1 mmo 1 ) &{/2 -7 
S/S,fe#i?0. 19g (1. 37mmo 1 ) c'JJg'fb^ 
f-l^y ( 1 Cm 1 ) ?g?B;C*J^T?ffiTL, MS^Tl 8«* 

x^' / -)V-m^^ L^ie-fb^ft 0 . 3 0 g ( IR$ 5 
9.3%) Sr^§/c. 

[0159]NMR(CDCl3 ) 5: 1. 26-1. 
40(3H,m). 1.40-1. 52 (2H, m), 

I. 58-1. 68(1H. m) , 1. 72-1. 84 
(2H,m). 1. 9 9-2. 05(2H, m), 3. 
44-3. 54 (IH, m) , 6. 63 (IH, dd 
d, J=8Hz. 8Hz, IHz), 6. 85(1H. 
d. J=8Hz), 7. 19 (IH, ddd, J = 8H 
z, 8Hz, IHz), 7. 34 (IH, ddd, J = 
8Hz, 8Hz. IHz). 7. 67(1H. dd. J 
-8Hz, IHz), 7. 74 (IH. dd, J-8H 
z, IHz), 8. 86(1H. dd. J=8H2, 1 
Hz), 12. 07(1H, s) 

IR(i/, cm-',KBr) :2936. 1658, 1 

574, 1 532, 1252, 754, 740 

E I - MS (m/z, %) : 338 (m + , 100), 

326(5). 295(22). 202(18). 20 

1 ( 1 G) , 1 58 (41 ) , 132 ( 1 9) . 1 20 

(19) 

H*: 2 3 0-2 3 2°C 

[01 60] ##^14 : 2- (2-9-QnKvX7^ 
K)3r,&«Sxf«;l. 
[016 1] 

[fL3 5] 2 ;'OdX,@.#K3. Og (19. 2mm 
o 1 ) O^TK^y-fe'y^JR (30ml) t^g'ft^jJ-ri/U 
2. Omiai/N, N-i^'^^;W;^;l.-A75 H^iSlrJp 
lB§iailD«!9igilUv:fS. }§.«2:JlffiTS4U>:. « 
m(^mSi:t.^1V (20ml) C^ML. JlitS-*}^ K 
,^6^7!? U -^A 5 . 3g (38. 3mmo 1 ) St/2-7 
5/3c,&«ilx^yV-2. 8ml (19. 2mmo 1 ) O 



./K ( 3 Om 1 ) &l>'g^g?Xf-;l.- (1 5 HI I ) <7)ig^?S?i5 

5 . 2 « ( IR^8 9.7%) 
[0 162] NMR (CDCls)^: 1.39(3 

H. t. J-7Hz) , 4. 36 (2H. J-7H 
z), 7. 16 (IH. ddd, J = 8Hz. 7Hz. 
IHz), 7. 34-7.43(2H,m). 7. 45 
-7. 49 (IH. m), 7. 61 (IH, ddd. J 
= 8Hz. 7Hz, IHz), 7. 66(1H, dd, 
J = 8Hz, IHz). 8. 09 (IH, dd, J =8 
Hz, IHz). 8. 90 (IH. d, J = 8Hz) 1 

I. 55 (IH, s) 

[0 163]##W1 5 : 2- (2-^na^>X75 

F) 

[0164] 

[{b3 6 ] ( 2 - ^uuKvXr S Y ) S,&SKxf-;|. 
5. 22g (17. 2mmo 1 ) CDX^y-;|, (50m 
1 ) Wmz 1 M m.W.'f h U 5 0 m I ^SO 

3P#iaailfi5i»i[L^cm, x^'y-;i.^gJETS4U 

x^A'TlftiU lot . J7k&t/fia«:feJS*c0.iiB-C'St 

L/-. ^!f^^»Kxf-;l--s^-»fyt'S.tSfBL, «!£ 
(1:^4. 15g ()R^8 7. 6%) Srif/::. 
[0 16 5] NMR (DMS0-d6 ) d \1 . 2 2 
(IH, ddd, J = 8Hz. 8Hz, IHz), 7. 
49 (IH. ddd. J = 7. 7Hz, IHz). 7. 
55 (IH, ddd. J-8HZ. 8Hz, IHz) . 
7. 58-7. 68(2H, m), 7. 70(1 H. d 
ri, .1 = 7, IHz). 8. 03 (IH, dd, ,1=8 
Hz, IHz), 8. 60(1H, d, J = 8Hz). 
11. 95 (IH, s) 

[0 1 66] mS^l 9 : 2- K2-'^^i/)Vr^J'<. 
yX7SH)^,|.#iS 
[0107] 

[-ft37] ##M1 5T-$?itL?t2- (2-^'aD/<.:x 
X7$ F ) ^,t#K4 0 Omg ( 1 . 4 5mm o 1 ) O 
A.Je->';|^7 5 y ( 6 m 1 ) ?§jg(c:Mi?yy 'J 2 4 0 m 
g ( 1 . 7 4mmo 1 ) aV5wt . %tfOStt'fkffl$-»D 

Jt^^i 7 0-CT-i . 5i)#raiiSftiiJ*t^fli. Sia 

;p-cftiajL:t. M^^m.xfmxm^-QW'fM 

f^, xrj' y L , Sffd-ft:-^ 3 7 o m « ( jw 

$7 5. 8%) 

[0168] NMR (CDCly ) 5 : 0. 90(3 
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H, L, J-7Hz), 1. 28-1. 50 (6H, 
m) , 1. 64-1. 74 (2H. m) . 3. 1 9 (2 
H, t, J = 7Hz), 6. 67(1H, ddd, J = 
8Hz, 8Hz, IHz) , 6. 74 (IH. d, J = 
8Hz), 7. 14 (IH, ddd, J = 8Hz, 8H 
z. IHz), 7. 36(1H, ddd. J = 8Hz, 
8Hz, IHz) , 7. 64 (IH, ddd, J=8H 
z. 8Hz. IHz), 7. 68(1H. dd. J-8 
Hz. IHz). 8. 16(1H, dd. J = 8Hz. 
IHz), 8. 80 (IH, dd. J = 8Hz, IH 
z) . 11. 52 (IH. s) 
IR(t/, cm-»,KBr) :2924. 2856, 1 
698, 1646, 1612. 1574. 1 538, 1 
294. 1222, 750. 7 10 
EI-MS (m/z. %) : 340 (m + , 94) , 3 
22(13), 269(75). 251 (26), 20 
4 (32). 1 32 ( 100) . 1 20 (30) 
HcSr : 1 5 1 - 1 5 2r 

[01 69] ||)«pll20 : 2- L2- (2, 
JUrxi bVl^T y ) K>XT 5 K ] ^A#SS 

[0170] 

1^3 8] 1 5 'Cm^ Ltz2- {2-iyaaKy 
XT5 l<) 3g.E#!K4 0 0mg (1. 4 5mmo 1 ) CO 

2 . 2 -x><^;i-7-ptvpT5 y (7ml) mm^z^m 

*U^A24 Omg ( 1 . 7 4 mm o 1 ) Rt<5v^t. 

xco^mm^Mi. 1 7 orT3^^jMjt 
uof*. m&tvn^fflLtz. Kmmizim-imim 

-^1 70mg (iW^36. 3%) 

[0171]NIVIR(CDCl3 ) ^ : 1. 06 (9 
H. m). 2. 99(2H. s), 6. 64 (IH, d 
dd. J = 8Hz, 8Hz, IHz). 7. 13(1 
H, ddd. J = 8Hz. 8Hz, IHz), 7. 34 

(in, ddd, J = 8nz. 7nz, IHz), 7. 
05(1H. ddd. J = 8Hz. 7Hz. IHz). 
7. 70 (IH, dd, J = 8Hz, IHz), 8. 1 
6 (IH. dd. J = 8Hz. IHz) . 8. 83 (1 
H. dd. J = 8Hz, IHz). 11. 57(1H. 
s) 

IR (m. cm-i, KBr) :3368. 2960, 1 
666. 1 578, 1 526. 1262. 758, 74 
6 

EI-MS (m/z. %) : 326 (m-f, 47) , 2 
69(89), 251 (22). 132 (100), 1 
2 0 (23) 

Mj^.: 1 9 3-1 94*C 

[01 7 2]mmm2 1:2 - (2-3r^'^;ur5/'^ 



yXT$K)S.ftSK 
[0 173] 

[^t:39] ##^)1 5t:«SU^2- {2-i^aaKy 
XT$K)^.i.SKO. 4 0g (1. 4 5mmol)<^ 

^^^i-ji-r^y (4ml) mmzmk:^v^i^o. 24 

K (.1. 7 4mmo 1 ) Rlf5wt . %<0'imimiiW 

1 7 o'CTsmummfitzik. mmv^^sn 

JVXni^&l. MiE^k^O. 2 5g (iR$45. 9 

%) iWz. 

[0 174] NMR (CDC 13)^:0. 89(3 
H. t . J=7Hz) .1.24-1.39 (8H, 
m) . 1. 39-1. 49 (2H. m) , 1. 65- 
1- 7 5 (2H, m) . 3. 19 (2H. t. J-7H 
z). 6. 67(1H. ddd, J = 8Hz, 8Hz. 
IHz) .6.75 ( IH, d, J = 8Hz) . 7. 1 
4(1H, ddd. J=8Hz, 8Hz. IHz), 

7. 36 (in. ddd, J=8nz, 7nz. HI 
z). 7. 64 (IH, ddd, J = 8Hz, 7Hz. 
IHz), 7. 69(1H, dd. J=8Hz. IH 
z). 8. 17(1H. dd. J-.8HZ, IHz), 

8. 80 (IH, dd, J = 8Hz, IHz), 11. 
6 7 ( 1 H , s ) 

lR(i>, CIn-^ KBr) : 3 228. 2 9 28, 2 

852. 1 698, 1 646. 1610. 1 574, 1 

540. 1292, 1204, 756, 738 

E I -MS (m/z, %) : 3 68 (m + , 9 0) , 3 

40(25). 269(96), 251(22). 13 

2(100). 120 (30) 

Mj^: 14 6-147r, 

[O17 5]|ISfi0!l22 : 2- ( 2 -TS/;!/7Sy^y 
[0176] 

[it4 0]mmi5XMmUz2 (2 i^a^jKy 
XT5H)SA#K4 0 0mg (1. 4 5mmol)^0 

Ti^Jl^T^y (4m 1 ) mmzm^:^O^J^240ms 
( 1 . 7 4 mm o 1) Rh<^wt, %c^vStt^biH?:JD 

ti. mmmizim-mmmt. B^x^;i.t:*a3L 

i'hu^j^.x'^mik. mmn]£T^i:Uz. mm- 

h^J/l^TBS^Bt. SiE^fc^3 0 0mg (iR*5 1. 
9%) t:mz. 

[0 177] NMK (CDCI3 ) 6^ : 0. 88 (3 
H. t, J = 7Hz) , 1. 20-1. 38(1 2H, 
m). 1. 38-1. 48 (2H. m). 1. 65- 
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1. 74 (2H, III), 3. 18(2H, L, J-7H 
z), 6. 66(1 H, ddd, J=8Hz, SHz. 
IHz ). 6. 75(1H, d. J = 8Hz). 7. 1 
3(1H, ddd, J = 8 Hz. 8Hz, IHz), 

7. 35 (IH. ddd. J=8Hz. 7Hz, IH 
z), 7. 64 (IH. ddd. J=8Hz. 7Hz. 
IHz), 7. 69(1H, dd. J = 8Hz. IH 
z), 8. 15(1H. dd. J-8HZ, IHz). 

8. 80 (IH, dd, J = 8Hz. IHz), 11. 
58 ( IH. s) 

IR(i/, cm', KBr) :3326. 2924, 2 
852, 1698, 1 646. 1610. 1 574, 1 
540. 1294, 1200, 756, 736 
EI-MS (m/z, %) : 390 (m + . 74) . 3 
68(28), 340(11). 269(100). 2 
51(26). 132(78). 120(30) 
Uliir.: 12 6-1 2 7r. 

[0178] 1 6 : 2 - ( 2 — f y >f ^'H U/l^ 

yXTS K) S,SSi{xf-;l. 
CO 1 7 9] 

[•ft4 112 ( 2 r S /'^yXT^ H ) 3e,&#Kx 
f-;l^500mg ( 1. 76mmo 1 ) 60N, N->'';><^ 

^k^/t-AT s H ( 5 m I ) mmzm&^ U 5 3 O m 

g (3. 8 7mmo 1 ) 3ii;^a. a' -i/yot-o- 
^>'^>4 7 Dm g ( 1 . 7 6mmo 1 ) 5:Jn;t, 11 
0'CT-3B#|?U;!infi«Jf L-tf^, m^tTi^mtrz. Km 

1V9 0-7 h 2/7 7 >f -t'«^ m^\t-^m3 6 0 m g 
(iR^5 3. 1%) 

C0180]NMR(CDCl3 ) d : 1. 3 1 (3 
H, t , ,J = 7H7. ) , 4. 22 (2H, q, J = 7 H 
z). 4. 75(4H,m), 6. 88(1H, dd 
d, J=8Hz, 7Hz, IHz), 6. 97(1H, 
d, J = 8Hz), 7. 13 (IH, ddd, J=8H 
z, 7IIz, lllz) , 7. 58 7.65 (2n, 
m). 8. 05 (IH. dd. J = 8Hz, IHz), 
8. 95 (IH, d, J = 8Hz), 11. 66 (1 
H, s ) 

[0181] mmi 3 : 2 - ( 2 > H 

y;crsK)?f,asi8 

[0182] 

[•(k4 21 ##(?!! 1 6 T'SatUc 2 (2 ^VAVY- 
VJl^yXT 5 K ) ^m#Kx^;U3 6 0 m g ( 0 . 9 
3mmo 1 ) C0X:5'y-;l^ (5ml ) 1 M-;J<K 

iti-h *J^M.pmm (5ml) i5r}!ja;c, 2 BSraliai! ji?iE 
Li>Wt. Xt^y-zParmEhmL/^, Se*^'!|?5C, 



S^i?X^7U-'\df Hf > t'^tefa L . na^t-^^ 2 6 0m 
g (JR^7 7. 7%) S-^it. 
[0 1831 NMR (CDC I3 ) 5 : 4. 7 1 (4 
H, s), 6. 90(1H. ddd, J = 8Hz. 7H 
z, IHz) . 6. 99 (IH. d. J = 8Hz) . 
7. 13-7. 23(5 H, m). 7. 40(1H, d 
dd, J-8Hz. 7Hz, IHz), 7. 63(1 
H, dd, J = 7, IHz). 7. 67(1H, dd 
d, J=8Hz, 7H7., IHz) , 8. 08 (IH, 
dd, J = 8Hz, IHz), 8. 97(1H, d. J 
= 8Hz) , 1 1. 48 (IH, s) 
IR(t/, cm-i,KBr) :3328, 1668, 1 
518. 1 204, 750 

EI-MS (m/z. %) : 358 (m+, 15), 3 
12 (7). 269 ( 1 0) , 221 (52) , 193 
(1 0 0), 132(14) 

lUS: ISB-ISOX: 

[0 184]||)tfipl|2 4 : 2- L2- {l-ro\f!V-y 
[01851 

[•fL4 3 ] 1 5 -CMjI L^: 2 - ( 2 - 25- QQ/^y 

XrS H ) 7e.&#i!0 . 26g(0. 93mmol)0 
4 -'sTf-^Wr 5 y ( 3 m 1 ) 'J A 0 . 

1 5 g ( 1 . 1 1 mmo 1 ) at;f 5wt . %<^vS'lt-fLfi^ 

Siefl:^o. 15g (JR^4 5. 0%) 

[0186lNMK(CDCl3 )tf:0. 92(6 
H, t. , ,J=7H7. ) , 1. 3 0-1. 62 (8H, 
m), 3. 50(1H, PC nt, J = 6Hz), 6. 
61 (IH, ddd. J=8Hz, 7Hz, IHz), 
6. 75 (IH, d. J=8Hz). 7. 13 (IH, 
ddd, J=8nz. 7IIz, IHz) , 7. 32 (1 
H, ddd, J = 8Hz. 7Hz. IHz), 7. 08 

(IH, dd. J = 8Hz, IHz), 8. 79(1 
H, dd, J = 8Hz. IHz). 11. 55(1H, 
s) 

IR(i^. cm-i,KBr) :2956, 2928, 1 
652, 1 602. 1 578, 1 532. 1256. 7 
52, 742 

E I-MS (m/z. %) : 3 54 (m + . 22) . 3 
1 1 (75) . 293 (6) . 174 (100) , 14 
6(19). 132(13) 
WM.: 1 3 9-14 OT; 

[0187] mmm 5 : 2 - [ 2 - ( i -ji^iv^^i 



[0 188] 

Ut4 41 1 5 X-mm Uc2- (2- i^ua^y 
XTi K) 5?-&SK0. 3 5 g ( 1 . 2 Tmtno I ) CO 

21g(l. 52mmol) Rl/Swi . %cOvSttftfi3 
^tPi.. f*«+l 7 0-Ct'5l*ISJraift}t#L!tt*. Mfl 
ifJ^JPL^:. R^E?mciM-Jgi!S:jD;c. PSSxf- 

"^^-^ryx-mmSiL, miit^o. 23 g mm 

5 0. 4%) ^IfTtc 

[01 89] NMR (CDC I3 ) B : 0. 88 (3 

H. t. J = 7Hz) , 1. 24 (3H. d, J = GH 

z). 1. 2 6-1. 56(7H,in), 1. 58- 

I. 70(1H. m), 3. 56(1H, q, J = 6H 
7. ) , 6 . 6 3 ( 1 H , cid , J - 7 H z , 7 H 7, ) , 

[0 1 92] ##pijl 5-CM3SUC2- (2-^'DQ'< 
yXrSK) SS^PKO. 4 0g (1. 4 5mmo I ) 
(02- l^)VT S y ( 3 m 1 ) mm.\ZBmtl 'J 

■^AO. 24g (1 . 7 4mnio 1 ) at^5wt. %C0 

•mmmt, m^ii ov..x'3nmmMnLtz 

mmx^jvxmiLtz. ^miiim/mimA^x'm. 

^d&t^L. i^ymm-^y')^2.x'mmk. mm^msr? 

iHjO. 2 5g (IW^4 7. 4%) &^|Jt. 

[01933 NMR (CDCI3 )(^:0. 86-0. 
96(6H.m), 1. 26-1. 54(8H,m). 
1. 61-1. 72 ( IH , m) , 3. 09 ( IH , d 
d, J = 12Hz, 6H z) , 3. 11 (IH, dd, 
J = l 2IIz. 611 z) . 6. 6 3 6.68 (111, 
m), G. 74(1H, d. J = 8Hz). 7. 13 

(IH, ddd, J = 8 Hz, 7Hz, IHz), 7. 

HOsC H {S 

[01 9 63 #^^J1 5tS!)iUc2 (2 
yXT5H)5,&«iE0. 3 0g(l. 0 9inmol) 

03-7x:^yWrotVPr5 y ( 3m 1 ) mmzmM:^ 

•J'^AO. 18g(l. 31mmol)&l/5wt.% 
(Oitm^^nL, 1 7 0*CT3ll#^SDifc}i#L7tm, 
Mia^T'i^aiLit, .KEj§?S(clM-iS®S:Jnt, 6^^ 



«^T11-17 1848 

6. 74 (IH, d, J-8Hz), 7. 10-7. 1 
6(1H, m), 7. 30-7. 3S(1H. m), 

7. 60-7. 66(1H, m), 7. 69 (IH, d 
d, J =8 Hz, IHz). 8. 15(1H, dd. J 
= 8Hz, 1. Hz) , 8. 79 (IH, d, J = 8H 
z) . 11. 54 (IH. s) 

IR(f, cm-i.KBr) :2952. 2932. 1 
698. 1 652. 1 6 1 2, 1 574. 1 538. 1 
264. 756, 742 

R r-MS (m/z, %) : 354 (Tn + , 22) , 3 
36(4), 311 (28), 283(67). 174 
(100) , 146 ( 1 9) , 132 (13) 
IDS: 108-109X: 

[0190 3 lllfSi(552 0 : 2- [2- (a-x-tvU's^r 

i^/p) r 5 /<yxrs k] 'kMim 

[01913 
Ut4 5 3 




36(1H, ddd, J=8Hz, 7Hz, IHz), 
7. 64 (IH. ddd. J=8Hz, 7Hz. IH 
z) . 7. 69 ( IH . dd, J-7, IH z) , 8. 
16(1H, dd. J=8Hz, IHz). 8. 82 
(IH, dd. J = 8H7,, IHz). 11. 55(1 
H , s ) 

IRiu, cm-», KBr) : 2 960. 2 9 24. 1 
654. 1602, 1 530, 1256, 788. 74 

6 

E I -MS (m/z. %) : 3 68 (m+, 2 3) . 2 
69 (70), 251 (18), 174 (3). 146 
(5), 132(100), 120 (28) 
itLi±[: 12 0-12rC 

[0 1 94 3 I|]5SP!|27 : 2- L2- (3-7x-;Pr 
n ) T 5 yKyXT 5 H ] 
[01953 
[fl:4Gl 




L. miAY^'^a. 1 Sg (K^4 2. 9%) ^'i^fz. 
[0 1 9 7 3 NMR (CDCI3 ) d : 1. 98-2. 
08 (2H, in) , 2. 77 (2H, L, J=7H 
z), 3. 21 (2H. t. J = 7Hz). 6. 64- 
6. 72 (2H, m) , 7. 10-7. 24 (4H. 



25) 



(26) 



^^^^11-17 184 8 



m) , 7. 24-7. 
7. 67 (IH, m) 
Hz, 1 H z ) , 8 . 



3 6 ( 3 H , in ) , 
, 7. 70 ( IH. 
15 ( IH. dd. 



7.6 1- 
J = 8 H z , 



IHz) , 8. 82 (IH, d. J=8Hz) , 1 1 
6 1 ( IH. s ) 

IRii^. cm-^KBr) :2920. 1650, 
602. 1 574, 1 534. 1262. 758 
EI -MS (m/z. %) : 3 74 (m + ! 51 ) , 



HO2C 



0 R 



[0 2 0 0] HM^Jl 9TfSjtL3t2- 

TiyKyXTiV) %9Mmo. isg (o. 44m 

mo 1 ) f)N, N-i^Vf-;W*;PArS H ( 5m 1 ) 
?g{C^ffi;i? ')^^0. 1 3 g ( 0 . 9 7 mm o 1 ) SlA 
H-H.X^'>0. 1ml (1. 76mmol) ^Ml. 
5 0'C'C17I^BI}a#Uv:. KJSjSjRtCTKS-Hni., Pi! 

L. mm-it^O. 14g ()R$8 5. 7%) SrffTto 
[0201lNMR(CDCl3 ) 6 : 0. 78(3 
H, t, J-7Hz) , 1. 10-1. 22 (6H. 



UeOsC 



0 N 
/ 
Ue 



VW 



10204] ##f?ijl 7T-f?jaUc2- [2- (N-;-* 
^;l^^i/-/ur$ y ) ^yxn HI ^-B.#K-><^/l' 

0. 14g (0. 38mmo 1 ) (7)X:^y-;K 5m 
1 ) mWiiZ 1 M -7Mg^b-^ b 'J '>A7j<S?K 5 m I S: JD 

2PtI3»^cfiL?tm, x5'y-;l.5:»ETS*t 

HL-^O. 09g (IR^GB. 1%)*#^. 
[0205]NMR(CDCl3 )5:0. 71-0. 
77 (3H. m) , 1 . 05-1 . 1 5 (6H, m) . 

1. 38-1. 50 (2H, m), 2. 78(3H, 
2. 92-3. 00 (2H, m) , 7. OS- 
IS (3H. m) , 7. 38-7. 66 (IH, 

7. 9S (III, dd, J = 8Il2, lllz } , 
08(1H. dd. J = J=8Hz. IHz), 
87 (IH. d. J = 8Hz) 
IR(«/, cm-i. KBr) :2928, 1664. 1 
586. 1516, 1 2 34, 756 
EI-MS (m/z. %) : 354 (m + . 22) , 2 
83(42). 265(46), 218(69), 21 



s) 
7. 
m) 
8. 
8. 



56 (3), 269 (69) , 25 
(5) , 146 ( 14), 1 32 ( 
(36) 

ibS: 20 2-20 3-0 
[0198] ##01J 1 7 : 2 - [ 2 

[0199] 
Ht4 7 1 



1 (22 
100), 



, 1 74 
120 



- (N-y^/l/^=Jf 



MeOzC 



/\AA/ 
Me 

m) , 1. 40-1. 50 (2H, 
H. s) , 2. 97-3. 04 (2 

(3H. s) . 7. 07-7. 14 
17 ( 1 H, d, J-SHz ) , 7 
d, J -8 Hz, 7Hz, IHz) 
0 ( IH. m) . 7. 98 (2H. 
8, IHz) . 8. 86 (IH, d 
2. 58 (IH, s) 

[0202]^M<?|28: 2 [2 

[0203] 
[^1:4 8] 
HO2C H 



m> ,2.83(3 
H, m) . 3. 88 
( 2H, m) . 7. 
. 4 1 (1 H. dd 
. 7. 54-7. 6 
ddd, J = 9. 
, J=8Hz) , 1 

(N ^^yUA,3fi,' 



'VW 



He 

7(93), 146(46). 134(100). 13 
2 (67) 

[0206] #^15(1 8 : 2- (2. G-'J-^^asiKy 
XT5K)S.&#Kxf-;^ 
[020 7] 
[{L4 9] 



ci 



0 Cl 



[0 2 08] 2, 6-i'':J'Dn$S#i!3. 0g(l 
5 . 7 mm o 1 ) iO^TR'syHf yjgjg ( 2 0 m 1 ) iCtS 
-fL^jr-;l'2. OmlSV^N, N-i^'.;<^;Ms;WAr$ 

*L7t. SS!|i»5rPiaxf-/t. ( 2 Om 1 ) izmmt. ^ 
ili-*}#T^^:i{/U'?A4. 3g (31. 4mmo 1 ) 
ayf2-T5y^-g.#Kx^;l'2. 3ml (15. 7m 
mo 1 ) co^H (30ml) Sl^ffi?X^;^ ( 2 Om I ) 



(27) it$Ba¥l 1-1 7 1848 



8g (JR*5 3. 6%) mtz. 

[0209JNMR (CDCls ) ^ : 1 . 39(3 
H, t,J=7Hz),4. 34(2H, J=7H 
z), 7. 16-7. 22(lH,m). 7. 30(1 
H. dd. J = 9Hz. 2Hz), 7. 61-7. 67 

(IH, m), 8. 10 (IH, dd, J = 8Hz. 1 




[02 1 23 ##M1 StMiiUv: (2, 6-'J:^an 
KyXT 5 H ) ^mmx.i'Jl' 2. 82g(8. 34m 
mo 1 ) <OX^'/-;P (20ml) mWiiZ 1 M-*B!-ft 
■:^^•J•^A7k}§?fi (2 0ml) SrSDx.. 6 il$fajlIflii?jK 

.-ci-ju-^^^yx-ni^^ t . muit^m 2 . o 8 g 

(IR$8 0. 3%) mtc, 

[02 1 3] NMR (DMSO-ds ) * : 7. 2 8 



KO,C 



a' 



CI 

V 

Q 



CI 



[0 2 1 6] ##1511 9XM&Lfz2- (2. 
\jnKyXTi\<) ^SMMO. 3 0g (0. 9 7mm 
o 1 ) <:7)T:::Uy (3ml ) ^jg^cMK:* U^AO . 3 
2g(2- 3 2Tnmo 1 ) .aV5wt. %j;OvSmWH^ 

^^yxmm^BL. mmt-^mo . 1 3 g (ir*3 0 . 

8%) i'i^fz. 

[0217]NMR(CDCl3 )^:6. 83(2 
H, d, J=8Hz), 6. 89-6. 95 (2H, 
m), 7. 06-7. 16(6H,m), 7. 20- 
7.28 (411. m) , 7. 53 7.59 (1 II, 



HO2C H 

J 0 ci 



Hz) , 8. 90 ( 1 H, 
z) , 11. 39 ( 1 H, 

[0210]##ei!|l 9 : 
.X'75K)^A#S5 

[0211] 

Ut5Q\ 



HO2C 



dd, J-8Hz, IH 

s) 

2- (2, 6-vi?Da'^> 




^ 0 CI 

(IH, ddd, J = 8Hz, 8Hz, IHz), 7. 
55(1H, dd, J = 9Hz, 7Hz). 7. 60- 
7. G5(2H, m) , 7. 70 (IH, ddd, J = 
9Hz, 8Hz, IHz). S. 03(1H, dd, J 
= 8Hz, IHz), 8. 55(1H, dd, J = 8H 
7.. IHz). 11. 3 6 ( 1 H , .s ) 

[0 2 14]||M^2 9 : 2 - (2, G-^'^x-Zt-r 

[0215] 
[^k511 



HOzC H 



0 



0 N 



X) 



m), 8. 04 (IH, dd, J =8 Hz. IHz). 
8. 72 (IH. d. J-8Hz) , 11. 53(1 
H, s) 

TR, (y, cm-i, KRr) :2960, 1680. 1 
658, 1 574, 1 508, 1 262, 752 
E I-MS (m/z, %) : 439 (m+, 5 7) , 4 
21 (10), 368 (8), 303 (23), 302 

(22). 276(73). 231(52). 205 

(100) 

ilL;S : 1 1 0 - 1 1 1 °C 

[0218] 0 : 2 - ( 2 . i>-i/^^l^iVT 

Sy^yXTSK) 
[0219] 
[fl:52] 



/W 



HOjC I 



[02 201##«?yi9T'MJiU;t2- (2. 6->'':7 



□D^yXTS F) JcASSO. 30g(0. 9 7mm 



(28) 



it$ra¥ll-17 1848 



o 1 ) co^^i^iuny ( 3 in 1 ) mmzim:^ u -^^a 

0. 3 2g (2. 3 2mmo 1 }RX/5vit. %C0v£tt 
2 1 g (IR¥4 9. 9%) 

[0221]NMR (CDCI3 ) fi : 0. 82(3 
H, t. J = 7Hz). 1. 19-1. 39 (6H, 
m), 1. 56-1. 62(2H.m). 3. 08(2 
H, t, J = 7Hz) , 6. 10(2H, d, J = 8H 
z), 7. 0 9-7. 17 (2H. m) . 7. G2 (1 

jH 

HO2C H C^^^ 

[0 2 24]##e^|10T«^jgU«:2- (2-5'nn- 
4 7 i:i;Px^r:;K>'Xr S F > 3;,g.#B!0 . 4 0 
g ( 1 . 0 6mm o 1 ) 03 - 7x— ;l-7°a tVl-T $ > 

I3ml) mmiZ^m:fjV^AO. 18g(l. 2 8m 

mo 1 )&tA'5wt. %<r)m^{m^mi. ISO'CX- 

V ^ ^ 7 7 ^ -Ttsi? L^^f^ . ^ y - lw 
m-it^mo. 30 R (iR^5 9. 2%) ^nt:. 

[02 2 5] NMR (CDC l3)<y:2. 06(2 
H, pe nt, J=7Hz) , 2. 78 {2H, t, J 
= 7Hz), 3. 23 (2H, t. , J = 7H7. ), 6. 
82-6. 87 (2H, m) , 7. 13-7. 32 (7 
H, m) , 7. 34-7. 39 (3H, m) , 7. 54 

jO 

HO2C H fT^'^^^ 

Cr'A" - 

4 - 7 X -;l/X^r:;l.'<yXT S H ) S^SSStO . 4 0 
g ( 1 . Oemmo 1 ) <W^9^)Vr>.y (3m I ) 7g 
?g(3Kl?*U^i>0. 18g(l. 28minol)^it^ 

5wt. %<^Amt\m^n7L. i8ox;'C3B#[asp^js 



H, ddd, J-8Hz, 8Hz, IHz) . 8. 09 
(IH, dd. J-SHz. IHz), 8. 78(1 

d, J=8Hz) 
IR(i^, cm-i, KBr) :1682. 1646, 1 
580, 15 2 0, 1270, 748 
E I -MS (m/z, %) : 4 23 (m+. 2 7) , 4 
05(13). 368(100). 286(42). 2 
36 (4 5 ) 

itiS: 1 9 5-1 9 7*C 

[0222] ||jffi^J3 1:2- [ 4 - 7x-yUXf--;U 
- 2 - ( 3 - 7 X r:;^7*n \t}Vr S y ) '<^y XT S K I 



[0223] 
[{b53] 




-7. 58 (2H, m) , 7. 62-7. 69 (2H, 
m) , 8. 18 (111. dd, J=8IIz, lllz) . 
8. 81 (IH. d. J = 8 Hz), 11. 62 (1 
H, s) 

IR(*/. cm-i, KBr) :2936. 1650. 1 
604. 1 586, 1 538. 1 260. 754 
R [ -MS (m/z, %):474(Tn + , 80),4 
56(57). 374 (20), 351 (50). 26 
9(23), 232(100), 176(27), 13 
2(4 1), 120(22). 91(72) 
lt#.: 1 9 9-2 0 0^C 

[0226]SI»J32 : 2- {2-^-7'y}VT\J- 

4-7x-;i'Xf^-;p^yxr5 K) 5.tSiE 

[0227] 
[{L54] 




(L^O. 05&(iR*9. b%)^Wr^. 
[0 229] NMR (CDCI3 ) ^ : 0. 88 (3 
H, t, J = 7Hz) , 1. 22-1. 40 (8H, 
m) . 1. 40 1. 50 (211, m) . 1. 78 (2 
H. pent. J = 7Hz). 3. 20(2H. t, J 
= 7Hz), 6. 83 (IH. dd, J = 8Hz. IH 
z). 6. 89(1H. d. J = lHz). 7. 12- 
7. 18(1H. in) . 7. 34-7. 40 (3H, 
m). 7. 5 6-7. 60(2H. m), 7. 63- 
7. 69 (2H. m) , 8. 17 (IH. dd, J=8 



(29) 



^m^l 1-17 1848 



Hz, IHz) , 8. 80 ( 1 dd, J-SHz. 
IHz) , 11. 59 (IH. s) 
TR <i^, cTn-i,KRr) :2924, 1656, 1 
604, 1 564, 1 520, 1254. 752 
EI-MS (m/z, %) : 450 (M-H8, 4 
9) . 421 ( 1 0) , 368 (18) .351(7 



HOgC 



0 CI 



[0 2 3 2]#t^lOTMitUc2- (2~-9aa- 
4 -7 x-zkxf-- /|/<yXT$ H > ^.g.S^O . 3 0 
g (0. 8 0mmo 1 ) ^r-^Vl/T 5 >- (2m 1 ) JgfS 
'/C:^B^;^U^AO. 13g(0. 96mmol)^t/5 
wt . %^0^-fiWtlB2rJD;c. 1 8 0^CT3B^PBlflD 

gsijf L/cf^, s^iT^^siL/-. RmmimziM-ts 
y^t-xnmimnt^miss mm53. 2%) 

[0233]NIVIR(CDCl3 ) d : 0. 98(3 
H. t. J-7Hz), 1. 44-1. 54 (2H, 
m). 1. 6 6-1. 76(2 H. m), 3. 02(2 
H, t, J = 7Hz) , 6- 83 (IH, dd, J=8 
Hz, 1 H z ) , 6 . 8 9 ( 1 H, d , J = 1 H z ) . 



BOzC I 

or' 



CI 



[02 3 6] ##^11 0TmmLfz2- 
4-7x::^;^xf-::.;l/^yXrS Y) ^fiSSO. 3 0 
g (0. 8 0mm o 1 ) cOri/;l.TSy (3ml ) im 
iZ^m:^'J'^^0. 1 3g (0. 96mmo 1 ) 

wt. %<Dismtmi:Mi. i8orT3B§rajMtf 

-^0. 08g(IR^18. 9%) ^mz. 
[0 2 3 7] NMR (CDC I3 ) : 0. 87 (3 

H. t. J = 7Hz), 1. 20-1. 40(1 2H. 
m). 1. 40-1. 50(2H. m). 1. 66- 

I. 76(2H.m), 3. 20<2H. t. J = 7H 
z), 6. 83 (IH, dd. J=8Hz. IHz). 



2) , 17 6(15) 
nl^.: 1 6 2-1 63r 

[0230] SISfiC?lJ33 : 2- ( 2 -7>;l^T^y-4 

[0231] 
[^b5 5l 



HO^C 



.0 



0 N 
H 



W 



7. 12-7. 18(1H, m), 7. 33-7. 40 
(3H. m), 7. 54-7. 60(2H, m). 7. 
62-7. 68(2H.m). 8. 17(1H, dd. 
J = 8Hz, IHz) , 8. SO (IH, dd, J = 8 
Hz. IHz) . 11. 59 ( IH, s) 
TR(iy, cm-i, KRr) :3438, 2956, 1 
680. 1 650, 1 540. 1 262. 754 
E r-MS (m/z, %) : 4 1 2 (in + , 6 9) , 3 
94(12). 369(22), 276(33). 23 
2 ( 100) . 176 (23) 
ilife: 2 17-2 19^ 

[0 2 34] Il]5£^34 : 2- ( 3-Txyl'r 5^-4 
-7x:i;Pxf--ypA:.>'X75 K) 
[0235] 
Ut5 6] 



HO2C H (f^- 



HO2C H 



6. 89(1H. d, J = l), 7. 12-7- 18 
(IH. m). 7. 23-7. 40(3H, m). 7. 
53-7. 59(2H.m). 7. 6 2-7. 68(2 
H, m), 8. 17(1H, dd. J=8Hz, IH 
z). 8. 80(1 II. dd, J=8IIz, III 2). 
1 1 . 60 ( IH, s ) 

IR(^^, cm-i, KBr) :2924. 1652, 1 
608, 1 538, 1 258, 764, 754 
EI-MS (m/z. %):496(m + . 42),4 
78(87). 369(26), 351(100), 3 
23 (30) . 232 (45) 
it^: 144 14 6^C 

[0 2381 ##1512 0 : 2- (2-^Pn-"5-7x 
-/Ux-f -ypA^yXr S K) «J.#i!x^.;W 
[0239] 
[{t5 7] 



(30) 



wea^i 1-17 184 8 




[0240] 2 - :7 DD- 5 - 7 3:-Jl':L^-l]/RM.t 

K2. og(7. 7 9mmo I) <rmyii^y-^ymB 

(1 5m 1) izmt^:^-;l' 1 . Om 1 . N -i^ 

mm^mET^ fsLt:, m^mmm:^^f\^ (20 
m 1 ) mmu ^ti^mTm^ju^i^2. 1 § 

(15. 6 mm o 1 ) SC^T S y^-i.#l^'xf-/l' 1 . 1 
ml ( 7 . 7 9mmo 1 ) <^7K ( 1 5m 1 ) St^BM-t 
(10ml) JOM-^JMt^SrFL. SiBT2l^raM 

mm:ci-j\^-^ir^ryx'm^^tmiit'^m . 7g 

(JR^5 3. 4%) S-flit, 

CI 

et02C H 

or" 



CI ^ 



[0 24 4] #^0ij2OTS?3tLfc2- (2-:7nD- 

1. 68g(4. 16mmol) tfOX:?./-;!^ (15m 
1 ) mmz 1 M -7Ki!fL-t h U 2 0 m i S: Jd 

•fk-^ 1 . 5 3 g mm9 7 . 8%) 5rt#7t. 

NMR (DMSO-de ) d : 7 . 24-7. 30 (1 



HO2C 



CI 



et02C E 

a" 



[0 24 1] NMR (CDCls)^:1.40(3 
H. t, J-7Hz) , 4. 37 (2H. q. J = 7H 
7. 20 ( 1 H, m) . 
, 7. 4 5 ( 1 H, 
3 6 ( 3 H , TTi ) , 
, 7. 80 (IH. 



z } 
7. 
z) 
7. 
z) 



, 7. 14- 
38 ( 3H, m) 
, 7. 50-7. 
66 ( IH, m) 



7. 
d. 
7. 
d. 



33- 
J = 8H 
60- 
J = 2H 

8. 1 0 ( IH, dd, J = 8Hz, IHz) . 
8. 88(1H, d, J-8Hz), 11. 57(1 
H. s ) 

[0 24 2]#^^J2 1 : 2- ( 2-^X3^-5-7 

[024 3] 
UtS8] 



HO2C H 



H, m) , 7. 43-7. 48 (3H, m) , 7. 57 
-7. 63 (2H, m), 7. 65-7. 74 (3H. 
m), 7. 91 (IH, d, J = 2Hz), 8. 03 
(IH, dd. J = SHz. IHz), 8. 50(1 
H, d, J=8Hz) . 11. 6 1 (IH, s) . 1 
3. 7 1 ( IH, b r-s ) 

[0245]^te(?ll35 : 2~ f 5 -7x r.;Ux^-;U 

-2- ( 3-7x-/i/rDtv^) T^y^yXT^]<: 

[0246] 
[its 9] 




O2C H 



10 247] ^m21X'm&U^2- {.2-9ao- 
5 -7 x-;l^xf-ri;U'<yXTS K ) ^,&Si80 . 3 0 
g(0. BOmmo \ ) (DS-y x.~)\^yx3\:!:)VT^y 
(1. 5ml ) ifJ6CKK;<f';'>A0. 13g(0.9 
6mmo 1 ) &lJf5wt. %<0?Stt-ft:^S:5!ni;i, 1 80 

'cx'3^mimmuz^k. mLtx'\%nLfz. 

h^^y 4 -X-nmttdk, Pi!x^/i.-^dr-9- 



>t'lf^B^H L^E^b^ft 0. 15g (1R^38. 6%) 

[0248] NMR (CDCI3 ) 5: 2. 00-2. 
09 (211, m), 2. 78(2 II. t. J = 7II 
z), 3. 24(2H. t. J = 7Hz), 6. 65 

(IH, d. J = 8H2), 6. 95-7. 02(1 
H, m), 7. 17-7. 33(8H,m). 7.4 6 
-7. 55 (3H, m) , 7. 58-7. 64 (IH, 
m), 7. 91 (IH. d, J = 2Hz), 8. 01 

(IH, d, J = 8Hz). 8. 79 (IH. d. J = 



(31) 



ifSra^l 1-17 184 8 



8Hz) , 11. 70 (IH, s) 

IR(^', cm-i, KBr) :2928, 1658, 1 

604, 1 532, 1 262, 756 

EI -MS (m/z, %) : 4 74 (m + , 9) , 45 

6(100), 383 (36). 351 (46), 23 

2(9) 



[02 5 1] ##01J2 lt«jtUc2- (2-^'nn- 
5 - 7 X - ;px-7-:i;K>'XT 5 ) %fv#K 0.30 
g(0. SOmmo 1 ) c7)3-7i::^;l'7°nbVl'r5 y 
(1. 5ml) M3Kit;*';'^A0. 1 3g (0. 9 
emmo 1 )St55wt.. %<D?Stt-fl:ffl2:jjni., 180 

:^-9-yX'fff^HliL«l£'fb-^%0. 17g (iR*5 0. 7 
%) ^f^/c. 

[0252]NMR(CDCl3 )^:6. 99-7. 
04(1H, m) , 7. 07-7. 12 (IH, m), 
7. 22-7. 39 (8H, m), 7. 46 (IH, d 
d, J=8Hz, 2Hz) , 7. 50-7. 56 (2 
H, m), 7. 61-7. 66(lH,m), 7. 97 

(IH, d. J = 2Hz). 8. 04(1H, dd, J 
-8Hz, IHz). 8. 81 (IH. d, J-8H 
z) , 9. 81 ( IH, s) , 1 1. 79 (IH, s) 
TR. (i/, cm-', KRr) : 1682, 1646, 1 
580, 1 520, 1 270, 748 
EI-MS (m/z, %) : 423 (m + , 27) . 4 
05(13). 368(100). 286(42). 2 
36 (4 5) 

mA: 199-202*C 

[02 5 3] ##^J2 2 : 2- (4-H-H-2--b 

[0254] 
[-ft:6 1 1 ^ 

EIO2C H [f^' 
\^ 0 NOo 

[02 5 9] #:#l^J2 2T-SjiL?'c2- (4-3~K- 
2 ^^><yXTS K ) S.&#Kxf*;^2 . 2 5 g 

(5. 1 Immo 1 ) (;OX:^y~;K 1 Om 1 ) ^g^Jgt- 
2 0%ry^x^Al^yV'7 7 < Yimm 1 Om 1 S-JST 



at.^: 1 9 4-1 9 6^C 

[0 24 9]SI»J3 6 : 2- ( 2 - :7xr:/l.r 5 

[0250] 
[IL6 0] 




1 

[025 5] 4-3-K-2-xbn3?ESi?l. 8 2 
g ( 6 . 2 1 mm o 1 ) (nW^^V'^VWiM. (10m 
1 ) tig^bf^^x;!^! . Dm 1.5.1^ , N -i/M^lV^. 

^ffF®*L5to mm%mmy^^}V ( 1 5m 1 ) t}§ 
:::fl^*?^T^K*y^Ai. 8g ( 13. 0 5 
mmo 1 ) &tA'2-r5ySA#i^Xf^;l/0. 9 7ml 
( 6 . 5 2mmo 1 ) CO* ( 1 5m 1 ) S.l>'g^^xf-;U 

(5ml) <ry^mmzm\.. sB^tafStf t 

^)V-^^^>'^^W^^^\Mmc^2^ 2 5g(JR* 
82. 3%) i%f^. 

[02 5 6] NMR (CDC 1$ ) (5 : 1 . 40 (3 
H. t. J=7Hz) . 4. 35 (2H, J=7H 
z) , 7. 16-7. 21 (IH, m) . 7. 44 (1 
H, d, J=8Hz), 7. 59-7. 65 (IH, 
m), 8. 0 5-8. 12(2H, m), 8. 39(1 
H, d, J = lHz) , 8. 77 (IH. d, J = 8H 
z) , 11. 66 (in, s) 

[025 7 1 ##0^2 3 : 2- (2-T5y-4-iJ- 
H^yXT5 K) S.tSKxf^;!/ 

[0258] 

tfl:6 2] 

KJ 0 NH2 



(32) 



1-17 184S 



97 g (1K¥4 6. 5%) irntz. 
[0 2 6 0] NMR (CDC ) a : 1. 4 2 (3 
H, t, J = 7Hz), 4. 41 (2H. J = 7H 
z). 7. 07-7. 14(3H,m). 7. 41 (1 
H. d. J=8Hz), 7. 58(1H. ddd. J = 
8Hz, 7Hz, IHz) . 8. G9(1H. dd. J 



Bt02C 

[02 6 3] ##0l2 3TMiiU>:2- (2-75/- 
4 - 3 - f^KyXT 5 K ) ^-tlfiJX^;!^ 0 . 9 7 g 

(2. 3Gmmo 1 ) <J5>'X-t-;l'75>' ( 1 Om 1 ) ^ 
?fi:twg^|?ffl^T7xr:;ur-tf-PyO. 4ml (3. 
55mmol). i^'^OOh'Xb 'J 7x-;l'H^X7 -f >^ 
A'5v'»>A0. 0 2g(0. 02mmo 1 ) at>'3'^'fl: 
^0. Olg (0. 04mmo 1 ) 5>l0;t. S?at'lB# 

0. 9%) ^nrz. 

[0 2 641 NMR (CDC 13)5:1.43(3 



ElOjC 



[02 67] #*0!l24Tti3SUc2- (2-75/- 
4 -7x-/l'Xf-r:;i/^yX75 H ) S,&Sg?xf-;l^ 
0. 4 3g(l. 1 2mmo 1 ) <0N, N-v.Xf-.'l'T^ 
Ji'M.rS. K (6m 1 ) -mzmi^'J'^M^SOOms 

(2. 24mmo 1 ) at)f3-H;<^yO. 2ml 

(3. 3 6mmo 1 ) iMt. 

X3-7hi/yyy-lZXmmi,mii\Liim. 24g 
(IR^4 2. 0%) mtc. 

[02681 NMR(CDCl3 ) 8 : 1. 43 (3 

...jO 

Bt02C 



-8Hz, IHz) , 8. 77 (IH. J-8Hz, 1 
Hz) . 1 1. 88 (IH, s) 
[026 1 ] ##^]2 4 : 2- ( 2 -T 5 ./ -4-7t, 

[026 2] 
[{1:6 3] 



0 NH2 

H. t, J=7Hz) . 4. 42 (2H. J = 7H 
z) , 6. 89 (IH, d, J = lHz) , 6. 92 
(IH. dd. J = 8Hz. IHz), 7. 12(1 
H. ddd, J = 8Hz, 7Hz, IHz) . 7. 34 
-7. 38 (3H. m). 7. 51-7. 56 (2H, 
m), 7. 69 (IH, ddd, J-8Hz, 7Hz, 
IHz). 7. 70(1 H. d, J = 8Hz), 8. 1 
0(1H, dd, J = 8Hz, IHz), 8. 80(1 
H. dd, J = 8Hz, IHz), 11. 89 (IH, 
s) 

[026 5]##^J2 5 : 2- { 2- ;<^;IT ^ y - 4 

- 7 X -^i^xf-^/Kyxr 5 Y ) sg.a^Kxf-./i/ 

[0266] 
[{L6 41 



BtDzC 



Q 



N 
/ \ 
K Me 
7Hz) 



H. t, J-7Hz). 2. 93 (3H. d. J-3H 
z), 4. 4 2 (2H, q, J=7Hz), 6. 84- 

6. 90(2H,Tn), 7. 08-7. 14(1H, 
m), 7. 34-7. 39(3H, m). 7. 54- 

7. 61 (3H, m), 7. 72 (IH, d. J = 8H 
z), 7. 84-7. 94(lH,m). 8. 10(1 
H. dd, J = 8nz. UIz) , 8. 76 (III, d 
d, J = 8 Hz. IHz), 11. 88(1H, s) 

[026 9] ##<^2 6 : 2- ( 2 - f^;Ur 5 / - 
4 - 7 i:::;I/Xf-:::/l/A;yXT $ H ) 2e<&#i!Xf-/l' 

[0270] 

[{t6 5] 



n Nns 



0 X 



[027 11 ^:§W2 4T'MiSLfc2- (2-T^y- 
4 -7 x^L/Uxf-n/l^A^yXr 5 F ) KmSSxf-7^ 
0. 4 3g ( 1 . 1 2mmc 1 ) CON, N-y^^^l-T^ 



Me Me 

;PAT 5 F ( 6 III 1 ) mmi^zSm:^ O ^ a 3 O O III g 
(2. 24mino 1 ) 5:1^^3- K>f:5^y0. 2ml 
(3. 3 6mmo 1) 2:aP;t. ^aT'17il5raiiffL 



(33) 



iRfga^l 1-1 7 184 8 



0. 29g(lU$63. 0%) 
[02721 NMR(CDCl3 1. 39 (3 

H, t, J = 7Hz), 2. 8'1(6H. s), 4. 3 
5 (2H, q, J-7Hz) . 7, 11 (IH. dd 
d, J=8Hz, 7Hz, IHz), 7. 24-7. 2 



EtOsC H 



or 



D N 



Me 



[0 2 7 5] m^m2 5X'mmLfz2~ {2~?^^)Vr 
5 / - 4 - 7 X ii;^x^-;^A;yXr 5 Y ) ^S#B?X 
f-yl-O. 06g ( 0. 1 6mmo 1 ) ^Xi^./-;P ( 1 

0ml )mmz\u-im!ci-v')^M.imm\ 5m i 

mtm^O. 0 5s (iR^94. 0%) Sri^Ttr. 
[0 2 7 6] NMR (CDCl3)5:2. 94(3 
H, s), 6- 86 (IH, dd, J = 8Hz, IH 
z) . 6. 88 ( IH, d, J-lHz) ,7.15 
(IH, ddd. J = 8Hz, 7Hz. IHz), 7. 
34-7. 40(3H, m) , 7. 54-7. 59 (2 



BlOzQ H 



0 N 



He Me 

[0279] mm 2 6 xmm 2 - ( 2 - f^;^ 

T$/-4-7x ~ ;Ux^ - ;KyXT 5 K ) 
x-^;^0. 29g (0. 7 Immo 1 ) COX^y )V 
( 10ml ) ^JKtlM-7KK'fl:^hU'>A*^?Kl 0 

m 1 int. 2^?m\mM^Lfzm. X:^y-;l.Sr«JE 

fat. ^la^L^felO, 19g (1R*6 9. 4%) 

[0280]N]VIR(CDCi3 ) 6 : 2. 94(6 
H. s), 7. 13-7. 19(1H. m). 7. 28 

(IH, dd, J=8Hz, lHz>. 7. 3 2 (1 
H, d, J=lHz), 7. 35-7. 40 (3H, 



7 (1 H , in ) , 7 . 3 0 (1 H , d , J - 1 H -z ) , 

7. 34-7. 40 (3H. m) , 7. 53-7. 60 
(3H, TTi) . 7. 94 (IH, d, J = 8Hz) , 

8. 03 (IH, dd, J = 8Hz, IHz), 8. 9 
1-8. 94 (IH. m) . 1 2. 59 ( IH, s) 
[027 31 *ffii?»j3 7 : 2- (2-^^;Pr5y-4 
- 7 X =i)VJL^^)VKyX7 5 Y ) 

[0274] 
[iL6 6] 



HO2C H 
^ H V 



Me 

H.m), 7. 62-7. 67(1H, m). 7. 66 
(IH, d, J = 8Hz), 8. 16 (IH. dd, J 
-8Hz, IHz) . 8. 80 (IH, dd, J-8H 
z. IHz) , 11. 66 (IH, s) 
IR(m, cm-i, KBr) :3416. 1690, 1 
646, 1 608, 1 584, 1 536, 1 230, 7 
52 

E I-MS (m/z. %) : 37 0 (m + , 4) . 35 
2 (1), 278 (1 ) , 256 (1) , 234 (5) 
SI'S: 21 9-220^C 

[G27 7]||ili<?J3S: 2- ( 2 - ^/UT ^ 7 - 
4-7xx;l.xf^-;l/^yXT^ K) 
[0278] 
[ft6 7] 



HQ2C 



0 K 



.-0 



/ \ 

Me Me 



m), 7. 54-7. 60(2H,m), 7. 65(1 
H, ddd, J = 8Hz, 7Hz, IHz), 7. 96 
(in. d, J = 81Iz) . 8. 12 (III. dd, J 
= 8 Hz, IHz). 8. 97 (IH, d, J = 8H 
z) , 12. 4-12. 6 (IH, m) 
IR(^', cm-i,KBr) :1696. 1652, 1 
586, 1 522, 1 1 96. 764, 752 
E I-MS (m/z. %) : 3 84 (m + , 1 9) , 3 
66(3), 248(100), 24 7(90). 19 
1 (13) , 176 ( 1 1) 
mHi' 186-187-C 

[0 28 1 ] ##052 7 : 2~ (2-yn^-3-7x 
:::L;UX^:i;^'s;yXr S K) $J.#S?x>^n' 
[0282] 
[^L6 8] 



(34) 
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EtDjC 




0 Br 



[0 2 831 2-yPt-3-7i-;l'Xf^:z;l^,i.# 
1! 1 . 5 3 g<OM*'<.y-t?>'}SfS (10ml) tig-fKf- 
jr:^;l' 1 . 0ml S,r>'N , N - i^V ^)Vt^iVJ^7 5 KIS: 
■S^Jnt, 0. 7 5l^r.gjII.^,3M«t/>:f^, ^ii^«i±T 
^^.Lfz, B®!^$ri^^xf-;l. ( 2 Om 1) «fML, 
C:itSr*?ftTillti{;5f'J'>Al . 4g(10. 16mmo 

I). 2-75yS,&#i?xf-;P0. 7 5ml (5. 0 
8mmo 1 ) c!0;4< ( 1 5m 1 ) Jlt^Sx^;!^ (5m 



Et02C 



or 



Br 

[0287] ##l5!l27-C'MjiUc2- (2-7o^- 
3 - 7 i-;l'X^-;l'A;>-XT5 1< ) 5S,&#iKx^,»l- 
1. 79g(3. 99mmo 1 ) (?)X^y-;K 20m 

1 ) mmuz 1 m-imitt h v ^J^mm2 o m i 

2m\mmnLf^tk. xi?y-;i/^MBET®*L 

x^/uTiA{iiu^c, ^m^^tfmam:^mx'm 
Uz. ^isn^jS^stx^/u-^^^^-^y-cBiSfpt. See 

•(b-&lrl. 52g (IR^90. 5%)^nfz. 



HO2C H 



8. 9%) *r#/c» 

[0 2 84] NMR (CDCls)ff:1.39(3 
H. t. J-7Hz) , 4. 35 (2H, J-7H 
z), 7. 14-7. 20(lH,m). 7. 35- 

7. 43(4H,m). 7. 50(1H, (id, .1=8 
Hz. IHz). 7. 57-7. 67 (4H. m). 

8. 10(1H, dd. J = 8Hz, IHz), 8. 9 
0(1H, d, J = 8Hz), 11. 48 (IH, s) 
[028 5]##C»I2 8 : 2- (2-7'ot-3-7x 

-;^xf•-;^^yxrs K) 

[02861 
[^1:6 91 

HO2C H [f^ 

[0288] NMR (DMSO-dg )a:7. 23- 
7. 29(lH.m). 7. 44-7. 52(3H, 
m) . 7. 56-7. 72 (5H, m) .7.81(1 
H, dd, J = 8Hz. IHz), 8. 03 (IH, d 
d, J = 8Hz, IHz) , 8. 57 (IH. d. J = 
8Hz) 

[0289]||jSfei?ij39 : 2- ( 2- 7x:::/l/r S /- 
3 - 7 X -yi^xf - - /KyXT 5 Y ) 
[0290] 

[{1:7 0] 

HOgC H 



[02 9 11 ##i?i|28t«^Uc2- (2-7o^- 
3 7x.'::;^x^-/l^>'XTS F> 3f.t#^0. 3 0 
g (0. 7 Imino 1 ) COT-UV (2in 1 ) mmzm 
K:^'J^AO. 1 1 g (0. BOmmo 1 ) S:r>'5w 

t. %cr)^mtmi:Mi. 1 8orT'2^r^jafyt#t 
tmrn-it-mo, iis (jr^5 6. 3%) mt^. 

[0292]NMR(CDCl3 )^:6. 82(1 
H, s), 6. 93-6. 98(1 H. m). 7. 03 
-7. 10(3H, rn). 7. 14-7. 2 8(8H, 
m) , 7. 38{1H, dd. J = 7. IHz), 7. 



43-7. 48(1H, m), 7. 79(1H, dd, 
J-8IIZ, lllz) . 7. 97 (III. dd, J=8 
Hz. IHz). 8. 20(1H. d. J = 8Hz). 
10.82(lHIR(tx,cm-i,KBr): 68 
8. 1 636. 1604, 1 524, 1 240. 76 
2. 740, 698 

EI-MS (m/z, %) : 32 (m + , 67) , 4 
14 (5), 296(100), 267(29) 
It^: 57 258r 

[02931 ##i5lJ29 : 2- ( 2 -7'^;l-T - 5 
- hU^f-yl-i^UyPx^zi/KyXr S H) ^.ft#Sx 

[02941 
Ut7 1 1 



(35) 



!f$^Tl 1-17 184 8 



BtO^ H il 

[02 9 5] 2- (2-y^;ursy s-B-Y'^y 

XT* H ) ^,i.#Klx^/l.6 . 4 5 s ( 1 3 . 8 2 mm 
o 1 ) OvX-f-;WT5y (80m 1 ) SS^t h U ^ 
>-U;l'T-kf-Vy2. 3ml (16. 5 9mmol), 
n □ h'X h y 7 X X 7 -r v'l^i^ 9 0 m 
g (0. 1 3mmo 1 ) St; 3 ^-ftffl 3 0 m g (0.2 
6mm o 1 ) SrtoA, ^iSt'l . SlSflSHtff Uvif*. 'J 

ffT@*Lfc. S@fe^»Kxf-;t.-^df-^>'CTS^ 
r^rL. SIfi{l:-&f!!l4. 5g (JR^7 4. 6% 5r#7t. 
[0 2 9 6] NMR (CDC I3 ) * : 0. 25(9 
H. s), 0. 96(3H, t. J = 7Hz). 1. 4 
3 (3H, t. J = 7Hz) , 1. 42-1. 50 (2 



EtOX H 

" -N 



[0299] #*0i2 9T-S^3iL:t 2- ( 
Sy-5-hU;< f-;t/ U ;l^xf-:i;l'/<.yXT $ K ) S 
.&S®X-f ;t-4 . 36g(9. 99mmot) (T)^ h 7 
bFD77:^ (6 0m 1 ) mW}zlM-'rhyf^)VT 
y^—<yi,y/V:^ V Kr h 7 1 Hd77 yjf 1 1 m 1 

(11. Ommo 1 ) ^JPt. *?^TmraWf L/S, 

SlB?f JPi, »Kx^;l.t1*aiU!^>:. 

n^hi/97^-T'»iHL, SIB^t^S. 06g (IR 
^84. 0%) $rtf^:. 

[03001 NMR(C DC I3 ) $ : 0. 96 (3H 
, t, J = 7H z) , 1. 40-1. 52 (5H . 
m) , 1. 64 1. 72 (211 . m) . 2. 99 (1 



6t02C 



BtOzC 



J 0 

H. m) , 1. 62-1. 71 (2H. m) , 3. 14 
-3. 22 (2H, m), 4. 42 (2H. q, J = 7 
Hz). 6. 63(1 H, d, J = 9Hz). 7. 11 

(IH, ddd. J-SHz, 7Hz. IHz), 7. 
42 (IH, dd, J = 9Hz, 2Hz), 7. 57 

(IH, ddd, J = SHz, 7 Hz, IHz), 7. 
86 (IH, d, J = 2Hz), 7. 95-8. 01 

(IH, m). 8. 09 (IH, dd, J = 8Hz, 1 
Hz) , 8. 65 (IH, dd, J = 8Hz. IH 
z) , 11. 69 (IH. s) 

[029 71 #*(51J3 0 : 2- ( 2-y^;Pr5y-5 

[0298] 
[^L7 2] 



► Et02C H 



H 



H . s) , 3. 16-3. 23 (IH , m) . 4. 43 
(2H , q, J = 7H z) , 6. 65 (IH , d. J = 
9H z) , 7. 11 ( IH , ddd, J = 8Hz. 7H 
z, IHz). 7.44(1H, dd. J = 9Hz, 2 
Hz), 7. 57(1H. ddd. J = 8Hz. 7H 
z, IHz). 7.88(1H, d, J = 2Hz), 
7. 9 8-8. 06(lH.m). 8. 09 (IH. d 
d. J-8HZ, IH z) . 8. 68 (IH . dd. J 
= 8Hz. IH z) . 1 1. 77 (IH . s) 
[0 30 1 ] ##CT3 1:2 - [2-7'f^;^r$./-5 
- (4-:ibD7x:i;I/) x^:i;l.'A:.yXr S K ] 

[0302] 
[(1:7 31 



— " BtOzC H 



HN ^ 



■a 



KI2 



[0303] ##W3 OT-MJStfc 2 - ( 2 -y^fVT 
S y 5 x J-JiyPAiyxr 5 H ) ^-&#^xf-;l. 3 0 
Omg (0. 82mmo 1 ) OxXf-yl^TS V ( 1 Om 

1 ) J§ja(:4-3-K-ha'sy-fe'y2 7 0mi (1. 
09mmo 1 ) , i^':7aDt'XM;7x-4'7f:X7 O 
/^yiJ^M. 1 4in g ( 0 . 0 1 mm o 1 ) iiL^' 3 "^-fba? 
8mg (0. 02mmo 1 ) SrlPi., SiSt' 1 ^F^Jt** 



mm^FF^Uz. ?se«*r»isx^;w-^^-t> 

i,ZXnt^^ L , miit^ 383mK(JR^95. 8 

%) J^^f/i. 

[0 304] NMK (CDC Is ) : 0. 98(3 
H. t. J = 7Hz) . 1. 4 0-1. 55 (5H. 
m), 1. 6 3-1. 74(2H,m). 3. 17- 



(36) 



!t*^^ll-17 1S4S 



3. 26(2H,Tn), 4. 43(2H. q, J-7H 
z). 6. 71 (IH, d. J = 9Hz), 7. 11- 
7. 16 (IH, m) , 7. 51 (IH, d d , J=9 
Hz, 2H2), 7. 57-7. 65(3H. m), 
7.95 (IH, d. J = 2Hz) . 8. 10 (IH. 
dd, J = 8Hz, IHz) , 8. 20 (2H, d, J 
= 9Hz). 8. 68(1H. d. J = 8Hz), 1 



1. 82 ( IH, s) 

[030 5] O : 2~ [ 2-7>;l'T^y-5 

- (4--bn7x::i;U) xf^-;^^yxr a K3 

[0306] 

[-(1:7 4] 



HN 

Et02C 



NQ2 



[0307] ##W3 1 T-^at L3^^ 2 - [ 2 -T^f-yl^T 
$7-5- (4--hn7x-;P) xf^-;KyXT5 
H] S.&#iKx^yl.2 5 0mg (0. 5 1mmol)<?^ 
v'^^-^fy (10ml)m::lM TkiEfk^hU'^^A 

7mm2m 1 ^Jp;t. MS'Cl 8B#faJtJ*L^. RiCfS 

lOmg (IR¥8 6. 4%) $rt#fc. 
[0 3 08] NMR (CDC I3 ) ^ : 0. 99 (3 
H, t, J-7Hz), 1. 44-1. 5 4 (2H, 
m). 1. 67-1. 76(2H,m). 3. 24(2 
t. J-7Hz), 6. 72(1H. d. J-9H 
6. 99-7. 05 ( IH, m) , 7. 50(1 
(id, J = 9Hz, 2Hz), 7. 58(2H, 
J = 9Hz, 2Hz), 7. 63 (IH. ddd. 



H. 
z) 
H, 
d. 



HO2C H 



or 



BtOzC K 

or" 



[03 11 ]^^m'^0X^'^Lfz2- (2-y^/L'r 
S y - 5 -x^:::y^A;y XT ^ K ) S.&*Kx^;U 3 0 
Orng (0. 82mmo 1 ) tOi^X-f ^ > ( 1 Om 
1 ) i§»t4-H-K<yy::ihUyl'2 5 0mg ( 1 . 
0 9mmol). i/^^ODfT. Ml 7x^yi^;^X7 ^ y 
y^7>''^A14ing (0. 0 Irnmo 1 ) 2it'^'H»>-fkfl? 
8ms (0. 0 2mmo I ) ^jDt. ^fSt'2«HM» 
Ucft. S/'x^;l'T$y^«jaET^*t5^c, ^Sft-^C* 



a, 



NOg 

J = 8Hz, 7Hz. IHz), 7. 92 (IH. d, 
J = 2Hz). 8. 04 (IH, dd, J = 8Hz, 1 
Hz), 8. 09(2H, d. J=9Hz). 8. 18 
8. 30 (III, m) . 8. 78 (III, dd. J = 
8Hz,lHz),11.63(lH, s) 
IRli^, cm-i, KBr) :3452. 2964, 2 
1 96. 1 658. 1 588. 1 520. 1 340, 1 
258. 12 18, 856. 748 
R r-MS (in/z. %) : 457 (Tn + , 14) , 4 
39(89). 410(25), 396(66). 36 
8 ( 18) . 350 ( 1 3) . 321 (100) 
M;S: 1 79-180^0 

[030 9]#*g!l3 2 : 2- T 2 -y^y^T ^ 7 - 5 
- (4-i^Ty7x:i;^) xf--;i/^yXT$ F] 
Slfxf«;p 

[03101 

[^1:7 5] 



or' 



'a 



CN 



.^CTSK^aU. Sie^tAtl2 1 Omg (iR$54. 7 

%) 

[03 1 2] NMR (CDC I3 )^:0. 97(3 
H, t, J = 7Hz) , 1, 40-1. 52 (5H. 
m) , 1. 64 1.74 (2n, m) . 3. 22 (2 
H. dt, J = 7Hz. 5Hz) . 4. 43 (2H. 
q. J = 7Hz), 6. 70 (IH, d. J = 9H 
z) . 7. 1 1-7. 1 6 ( IH. m) . 7. 4 5- 

7. 52 (IH, m) . 7. 55-7. 64 (5H, 
m). 7. 93(1H, d. J-2Hz), 8. 0 8- 

8. 16 (2H. m) , 8. 68 (IH, dd. J=8 



37 



Hz. 1 H z ) . 1 1 . 8 0 ( 1 H , s ) 
[ 0 3 1 3 ] 1 : 2- [2-:^^/l'7S/-5 




[03 1 5] ##093 2t-^jtUc2- [2-7'f-;l'r 
5 7-5- (4-v'r./7x-;P) Xf-'/p/^yXTS 
H] ?c,&S^X^/P2 1 Omg ( 0 . 4 Srnmo I ) CO 
'M^^y (10ml) mmiz 1 M-yiimti- h V -^A 
.'k^jSSin MfflT-24B#|gjtJtL^„ <R;£?t 

?at2M-JgK2:an/.. K1t(3L^», PKxf-;i.T'» 

2 Omg (Vmei. 0%) S-^f/L". 
[03 1 6] NMR (CDC Ij ) 8:0. 99 ( 3H 
, t, J = 7H z) , 1.41-1. 54 (2H , 
m) , 1. 67 1. 75 (211 , m) , 3. 23 (2 
H. t. J = 7H z), 6. 71 (IH , d, J = 9H 
z) . 7. 03-7. 09 (IH , m) , 7. 49 (1 
H. dd. J-9HZ. 2H z). 7. 52-7. 56 
(4H . m) , 7. 65 (IH . ddd, J = 8Hz. 




[0 3 19] ##0ll3OT^jiL«:2- (2-r^)V7 
5 y - 5 -X^-;KyXT 5 K ) £,&#Kxf-,»l' 3 0 
Omg (0. 82mmo I ) £Oi/X-?-;l-T 5 > ( 1 Om 
I ) Mmiz4 - 1 -T'^yl^i^.X-^vUi/'J/P^-^j^g - H 
'<y-try4 l Om l (l. 2 3mmo 1 ) , i^^faah' 
Xh'Jyji-fVt^Xy '<yjiyi^^A14ms {0. 0 
Immo 1 ) ai^af^^tfi^Smg ( 0. 0 2mmol) 

mt. mi&'ci 9mmmtt:ik. i^'x-tvwrs 

MEETS* Kmm^ZTiiilittlfdk, l^i!xf-;u 

Tb5bh'D77y ( 1 Om 1 ) $rJD;i, lM-rh7 

1. 3ml (1. 3mmo I ) S-Jo;l. *}^-CllMfia^ 

nUz. SJt£?}§35{w*$-fipt. Pigx^;l.-C}i&tiJLt. 

ai^)V-^^^yiizxm& t . 1 8 4 m g 



!Rfra¥ll-l 71848 



SB? 

[0314] 
[11:7 6 ] 




7Hz, IH z) , 7. 9 1 ( IH . d. J = 2H 
z) , 8. 05 (IH , dd, .I=8Hz, IH 7.) . 
8. 78(1H. dd. J = 8Hz, IHz), 11. 

67 ( IH , s ) 

IR(i/. cm-i,KBr) :2964, 2248, 2 
204, 1054. 1 598. 1 530. 1298. 1 

218, 8 3 4. 756 

E I -MS (m/z, %) : 4 3 7 (m + , 1 ) , 4 1 
9(100), 390 (24), 376(85), 34 
8(24) 

lj!;*(: 1 9 7-1 98°C 

[03 1 7] ##^33 : 2- [ 2-7'^/l'7i/-5 
( 4 h HDdf- xx;i/) ji^-)VKyX7 S H I 
^-tS^x^^U 
[03 18] 
[<b7 7l 




mm4 9. 0%) iwz, 

[03 201 NMR (CDC I3 ) d :0. 97 (3H 

, t, . J = 7H z) , 1 . 4 3 ( 3H, t, .T = 7H 
z), 1. 44-1. 54(2H,m). 1. 62- 
1. 72(2H,m), 3. 17-3. 26(2H, 
m), 4. 43(2H , q, J = 7Hz) ,4.90 

( IH , s ) , 6. 68 (in , d. J = 9H z) , 
G. 80 (2H , d. J = 9H z) , 7. 09-7. 1 
4(1H, m), 7. 41 (2H, d, J = 9Hz), 
7. 47(1H, dd. J = 9Hz, 2Hz), 7. 5 
5-7. 61 (IH, m), 7. 88(1H, d, J = 
2H z) . 7. 94-8. 00 (IH , m) , 8. 09 

( IH , d d, 8Hz, IH z > . 8. 67 ( IH . 
d, J = 8H z) , 1 1. 74 ( 111 , s) 

[032 1]|iai5!l42 : 2- [ 2-7'^;l'T5>'-5 
- ( 4 - 1 Ho^i/-7x::^;U) JL.^-)VKyXT^ H" 

[0322] 
[^L7 8] 



(38) 



it$m^l 1-171848 



EtOjC I 



m 



[03231 mms 3Xf2jiUc2- r 2-/f-;P7 
5/-5- (4-t KD'3f-x7s-;p) xf-r./U^>-X 
7 5 H ] 1 8 0 m g ( 0 . 3 9 mm o 

I ) <r)iy:^^^y (20ml) ^jgtC 1 M-7m(Lt h 

KiBii?Rfc:2M-JSi5^1liii, mtizltim. Pigx^ 

?t. S^^Pi?x-7-/i.-^=^-9-y{;TWIS^BL, fin 
•(E-^llGmg 0R*56. 7%) 
[0 3 241 NMR (DMSO-dg ) d : 0. 9 4 
(3H , t. J-7H 7.) , 1. 36-1. 46 ( 2H 
, m) . 1. 56-1. 64 (2H . m) . 3. 18 
-3. 24 (2H , m) . 6. 76-6. 84 (3H , 
m), 7. 18-7. 24(lH,m), 7.32(2 
II , d. J = 911 z) , 7. 48 ( 111 , dd, J = 9 



lie 

[03271 2- (2-^f-;UrS>'-5-3-K7x 

-yi/) -4-3)-^y-4H-3. l-0'y'df1^xy5 

OOmg (1. 32mmol) cOhUx^yPrS^ ( 1 
Om 1 ) RX/T'hyy^Y^ay yy (15ml) mmiCS. 
f'-yP'sy-bfyO. 2ml (l. 7 2mmo]), 
not'X h 'Jy,%—.il't^X7 y)^vi/'^L, l Om g 
(0. Olmmo 1 ) at/3'>^tffl6mg (0. 02m 
mo 1 ) ?rjn£, S^HS^TmiB-C4KfH^L;t 
f^, h 'J x^;^T 5 y ^SETS* L/^ , KlBrlJSfcfe 

^m'J^^^y ( 2 Om 1 ) {ZTi$mi. 1 M-*K^b 

b'J "i? 1 0 m I i:Ml . SfflT' 1 Sl^^Jif^ 

itim. i^^^^^y^msr^^Lt:, mv»i^2M- 

^*S?:«ET®*Lfe. ^^%l^iM8x^;i.-'s^-ty 
tTH^^U. Sf2^b-&!fe3 4 0mK (IR456 9. 7 
%) $rt9fc. 

[03 281 NMK (DMSO-de ) * : 2. 2 8 
(3H, d, J=5Hz), 6. 79(1H. d, J = 
9Hz). 7. 18-7. 24(1H. m). 7. 38 



HO9C I 



QH 



Hz. 2H z ) , 7. 6 1-7. 67 ( IH . m) , 
7. 84 (IH , d. J = 2Hz) , 8. 00-8. 0 
7 (2H , m) . 8. 53 (IH . dd. J-8Hz. 
IH z) , 11. 96 ( IH , s ) 
IR ( i<- . c TT!-i , K R r ) : 3 3 3 6 , 2 9 6 4, 16 
48. 1606. 1 526. 1 256, 1 21 0.83 
6. 762 

EI -MS (m/z, %) : 4 28 <m+, 4) . 4 1 
0 (100). 381 (0) . 307 (17), 321 

(20) 

Mj^: 1 97-1 98*C 

[032 5] «W43 : 2- ( 2-.^^)UT -5 

[0326] 
Ut7 9] 



HO2C I 

or' 



t 

KN 



-7. 4 6 (3H, m) , 7. 4 8-7. 53 (2H. 
m), 7. 56(1H, dd, J = 9Hz, 2Hz). 
7. 65 (IH. ddd. J=8Hz. 7Hz. IH 
z). 7. 88(1H. d. J-2Hz). 7. 90- 
7. 96(lH,m).8. 03(1H. dd, J =8 
Hz, IHz) , 8. 54 (IH, dd, J = 8Hz. 
IHz). 11.93(1H. s) 
IR(i^, cin-i,KBr) :3404. 220 8, 1 
664, 1 528, 1 2 14, 7 56 
EI MS (m/z. %) : 37 0 (m I , 100). 
3 52(48). 3 23(7). 233(02) 
lt^205-206*C 

[03 2 91 ##^34 : 2 -X^;UTS 5-7x 

[03303 
[^t8 0] 

H MeOaC H UeOjC 



V 



N 



[033 1 ] 2-xf';UT$y-5-3-KS.g*K> 
f-/l'2. 24 g (7. 8 6mmo 1 ) {;0S/X^/^r5>' 
(25ml ) S^fcrXf^X/l'A^y.tfyi. Oml (9. 



39 



4 3inmo 1 ) . S/^'nnh'X M) 7x— -f y 
.'N'7i'''>Z.5 5mg (0. OSmmo 1 ) M.^S'^Mi 
30ms (0. 1 6mmo I ) $:Jn;t, S2at'2 4IBf^ 

h^^-5 7-f--C'ifl»L. Sffi-ffc^l. 2 6g (JR^5 
7.4%) ?r?#it. 

[0 3 3 2] NMR (CDC I3 ) <5 : 1. 3 3 (3 
H, t, J = 7Hz), 3. 26(2H. ddd, J = 

14Hz, 7Hz, 5Hz), 6. 65 (IH, d, J 
= 9Hz), 7. 28-7. 35(3H, m), 7. 4 
0-7. 52(3H, m). 7. 8 0-7. 80(1 
H, m) , 8. 1 1 ( IH. d. J = 2Hz) 

[03 3 3] ##(5i|3 5 : 2-Xf-;kr5y-5-7x 

[03 34] 

[-fbs 1 ] • 



UsOiC HO2C 




[0339] ##fia|3 5Tt?jit3t 2 -x^/l/T 5 /- 
5 -7xr.;l'X^-;l/S,6#S!4 0 Om g (1 . 5 1m 
mo 1 ) (^miiK>-i£>Tm ( 1 Bin 1 ) t^^^H^ 
TJg-fl:f-Jl--.'l'0 . 13ml (1. 81mmol)$-Jn 

S!|!j<oiN<h;i'X> (20mi)sg?E{i, 2-rsy^ 

.f.#KO. 2 5g ( 1 . 5 Imrno 1 ) RV^m&ijV'^ 
AO. 2 1g (1. 81mmol) SrJDX.S^#H^ 

iZTii^mifzm, ^m^^mt. 7mm^j^i'.uz 

SS!RlSrifSgx^;^-A^c^E.-»^y(c•cSite^BL, SfS^t^ 

!H!lO. 25g (IR^eO. 4%) 
[0340] NMR (DMSO ) $ : 1 . 2 3 
(3H. t. J = 7Hz) , 3. 20-3. 26 (2 

H. m), 6. 83(1H. d, J = 9Hz). 7. 1 




1[^Wf-l 1-1 7 1848 

[0335] #:?ffiJ3 4 t'i^dS L/:^ 2 -xf-zl- T 5 / - 
5 - 7 X -;l'X^:;/US,g,#^^ f-;H . 2 6 g ( 4 . 
51mmo 1 ) (7)X:J'./-;K2 0m 1 ) j§?gfclM- 

m^ti- h 0 ^j^mm i, o m i mi , 3 Btfas**^ 

aUct^. x^'y-zt.SrMiFFSiU^. Smfc2M 
-iAi$*?^MS:Jllx^v:f^. Bfffix^/U-ClfiibUJt. *Sl 

^l'-'v4r-ty(C-C#«g^Bt, WM^t-^O. 9 6g (JR 
*8 0. 2%) 

[03361 NMR (DMSO-dg ) * : 1- 2 2 
(3H, t, J=7Hz). 3. 25(2H. q. J = 
7Hz), 6. 77(lH, d, J = 9H z), 7. 3 
0-7. -ISOH. m). 7. 4 8-7. 55(3H 
,m),7.94(lH.d. J = 2Hz) 
(0337]Mft(9i|44 : 2- (2-x^;pr5y-5 

(03381 
lit8 2] 




8-7. 24 (IH. m). 7. 31 -1 . 46(3 
H. ill) , 7. 48-7. 56 (3H, m) , 7. 62 
-7. 68 (IH, m), 7. 89 (IH. d, J=2 
Hz), 7. 93-8. 00(1H, m), 8- 03 
(IH, dd. J = SHz. IHz), 8. 52(1 
H, dd, J = 8Hz, IHz), 11. 95 (IH. 
s)IR(i/, cm-i, KBr) :3328, 2972, 
2212, 1654. 1 534, 1252, 1222. 
750 

E I -MS (m/z, %) : 3 84 (m+, 1 00) , 
366(92). 337(22), 323(27), 2 
47 (44) . 232 (25) 
H^: 202-204X; 

[0 34 1 ] ##0)3 6 : 2- ( 2 -^'ohT/UT 5 7- 
5 3 - Y^yXr $ K ) ^,|.«Mx^;l/ 
[03421 
[fl:8 3] 




(40) iRfBWl 1-17 1848 



[034 3] 2-rnt°;L-T5y-5-3-KS.&§iS 
1.2g(3. 93mmol) C0*7j<'s>-b'y?i?S ( 2 

om 1 ) i,zmmwm%TM^ti'^-)i'0 . 34m i 

(4. 7 2rnmo 1 ) imSim^^ltim. 

DmmiZ. 2-r5y«m#Stxf-;l.O. 7m 1 
(4. 7 2mino 1 ) at^'^ffij^'J'^^i^O. 6 5g 

(4. 7 2mmo 1 ) $-jD;t. g^SHMT 7 B^FbI jDSft 

.■z^ju-^^^>i>zxnm^L. mmt^^i. og 

(JR*5G. 3%) 

[0344]NMR(CDCl3 ) 6': 1. 02 (3 

[034 73 ##0!||3 6Tf?jiUc2- (2-rnbVl^ 
TSy 5 3-H'<>':^TSH) ^ESKx^/UBO 
Orngd. 1 Ommo I ) 0->'X^;P75>' ( 1 Om 

1 ) ?S?S{::x^-/l''<>-^:> 0 . 16m I (1. 7 8m 
mol ) . •/^'nah'Xh'J7--;l.'*X7-f >.'N-7i'' 
■^i^lOmg (0. Olmmol) mf3^itMHemg 

(0. 0 2mmo 1 ) ^Mt . S?at'2 O^^MlfLit 

S:MEETS*U!t» Se!^2:ftBSx^;i,-'s=Jft>'{c-C 
H^SL, Ste^b-&«J0. 3 8g (IR^SI. 8%) J 

[0348JNMR. (CDCI3 ) ^ : 1. 04 (3 
H, t, J = 7Hz). 1. 43(3H. t. J = 7H 

Et02C H ~ir il 

[03 5 1 ] m^m37XmmLti2~ (2-7-nbVU 
Xf-;U3 8 0mg (0, 89mmo 1 ) co^^^l^ y 

(20ml) mmiz 1 M -TKKfl::^ h u atW^^r i o 
mio. 5%) irnti. 

[0352]N]VIR(DMSO~d6 )^:0. 98 
(3H . t. J = 7H z) , 1. 63 (2H , hex, 



H, L, J-7Hz) . 1. 45 (3H, L. J-7H 
z), 1. 70(2H, hex, J = 7Hz), 3. 1 

2 (2H, fit, J = 7, 5Hz) , 4. 44 (2H, 
q, J = 7H2), 6. 50 (IH, d, J = 9H 
z), 7. 11 (IH, ddd, J = 8Hz, 7Hz. 
IHz), 7. 5 2-7. 60(2H. m), 7. 75 
-7. 84 (IH, m), 7. 96(1H. d. J = 2 
Hz). 8. 09 (IH, dd, J-8Hz. IH 
z), 8. 67 (IH, dd, J=SHz, IHz). 
11. 7 4 (1 H , R ) 

[0345]##<?S37 : 2- ( 2-rntf/l/TS 
5- 7x:iy^xf--/KyX75 F) ^.i*ggxf-/l/ 
[0346] 
[fl:8 4] 

z) , 1. 72 (2H, Hex, J = 7Hz) , 3. 18 
(211. dt, J = 7, 5nz) , 4. 43 (211, 
q. J = 7Hz), 6. 69(1H. d. J = 9H 
z) , 7. 12(1H, dddJ=8Hz, 7Hz, 1 
Hz) , 7. 28-7. 36 (3H, m) , 7. 47- 

7. 53 (3H. m) , 7. 58(1H. ddd, J = 
8Hz, 7Hz, 1H7.) , 7. 92 (IH, d, J = 
2Hz) , 8. 00-8. 06 (IH. m) , 8. 10 
(IH. dd. J = 8Hz. IHz) , 8. 68 (1 
H, dd. J-8HZ. IHz), 11. 77(1H, 
s) 

[0 34 91 ^ffim 5:2 - ( 2 -rohVUT 5 /- 
5 - 7 x:i;l'Xf':z;KyXT 5 K ) SM^fSt 
[0350] 
[{L8 5] 

J = 7Hz). 3. 14-3. 24 (2H, m), 6. 
83 (IH, d. J = 9Hz), 7. 18-7. 25 
(IH, m) . 7. 3 8-7. 45 (3H, m) . 7. 
4 8-7- 56 (3H, m) , 7. 60-7. 68 (1 
H. m), 7. 90(1H. d, J = 2Hz), 8. 0 

3 (III, dd, J = 8nz, IHz) , 8. 07 

8. 12(lH.m).8. 52(1H. d, J = 8H 
z) , 11. 95 ( IH, s) 

IR(i^, cm-i, KBr) :3324. 2212, 1 
658. 1 532, 1 254, 1 220, 756 
E r -MS (jn/z, %) :398(m + , 100), 
380(35), 351 (27), 323 (7). 23 



(41) 



^mSW-l 1-17 184 8 



2(58) 

gJL'^: 19 3-1 94'C 

[0353] ##01J3 8 : 2 - ( 2 -yf-yPTS 7 - 5 




[0 3 5 5] #*^j30Tt?jiL3tx^;l'2- (2-^ 
f-;l-r $ y - 5 - H - N'A;>xr S K ) S,&S®xf-;l/ 
5 00mg(l. OTititno I ) <7)i,'x-J-;l/rS V ( 1 
0ml )?§}gtxf--;l-'<^y4fyO. 16ml (1. 7 
8mm o 1 ) . i''^nDt'Xh'j 7x-/l/*X7^ y^N* 
^i^'-^AlOmg (0. 0 Immo 1 ) &l>'3 ftiH 6 
mg (0. 0 2mmo I ) SrJox.. SrSTl 9I«HS«** 

?§«^^T®*t)^:. ?Ee«9S:»igx^;W-A.i«r-y-y 
tTHi^B^HL, Pffi-flS-^!t?!lO. 38g (HX^SO. 6 

[0 3 5 6] NMR (CDC Ij ) .J : 0. 97 (3 
H. t, J = 7Hz), 1. 43(3H. t, J = 7H 

HN ^.jTs^ 
Bt02C H il 

[0 3 5 9] ##^3 8t«iiUc2- {2-7-^fV7 
5 / - 5 - 7 X ::ifV:c^-Jl<yX7 5. K ) $E#i?x 
^71^3 80mg (0. 86mmo 1 ) <7)i^t^^y ( 2 
0ml) ^IflSt: 1 M-^K-ft-f h V -^ATkiiflS 10ml 
SjD;c.. 6B*iajn|aSsgUc. Rl5S?g{c2M-JgS^ 
Jnx.. SHtfcL^cf*. P®?xf-;UTlftlUL?t. ^mm^ 

mmk, mm^msT^^Lt:, ss?jj2rpsxf-;i.- 

2. 7%) 2:^1^2, 

(03601 NMR(CDCl3 )^:0. 98(3 
H, t. J = 7Hz). 1. 48(2H. hex, J = 
7Hz), 1. 6-1. 74 (2H, m), 3. 22 

(2H, t, J = 7Hz) , 6. 71 (1H. d, J = 
9Hz), 6. 93-6. 98(1H, m), 7. 23 
-7. 30 (2H. m) , 7. 48-7. 54 (3H. 
m) , 7. 60(1H, ddd, J = 8Hz. 7Hz, 



- 7 x-yPx-f^-zpA^yxr S K ) S-g-SSSX^;!^ 
[0354 ] 

[^t:8 6] 

BIO2C H ii 

z) , 1. 43- 1. 52 (2H, m) . 1. 64- 
1. 74 (2H, m) , 3. 18-3. 26 (2H, 
m) , 4. 42 (2H, q, J = 7H7.) , 6. 69 

(IH. d, J = 9Hz). 7. 09-7. 14(1 
H. m), 7. 26-7. 36 (3H. m) . 7. 47 
-7. 54 (3H, m), 7. 54-7. 62 (IH. 
m). 7. 91 (IH, d. J = 2Hz), 7. 97- 
8. 04 (IH, m) , 8. 10 (IH, dd, J=8 
Hz, IHz), 8. 68(1H. dd, J = 8Hz. 
IH7,) , 11. 76 (IH, .s) 

[0357]S«6ff|4 6 : 2- ( 2-y^;l'rSy-5 

- 7 X -)i-jii'=i/i.K yxT^Y) 3i,mm 

[0358] 
[<b8 7] 




IHz), 7. 91 (IH. d, J = 2Hz), 8. 0 
0 ( IH, dd. J=8Hz, IHz) . 8. 78 ( 1 
H, dd, J=8Hz, IHz), 11. 68(1H. 
s) 

IR(i/. cm-». KBr) :3368. 3320. 2 
964, 2 216, 165 2, 15 2 8. 1 2 52, 1 
2 18, 756 

E I -MS (m/z. %) :412(m + , 100), 
394(26), 351 (22), 323(7), 23 

2(71) 

il^: 188 18 9*0 

[03Gl]|ySP<4 7 : 5-^on-2- (4-0 
- 2 - 7 X =-)V7 5 yKyXr 5 H ) .# 

[0362] 

tfl:8 8] 



(42) 



iftilTl 1-1 7 184 8 



[ 0 3 6 3 ] 4 — ^> v;l':t -^f V - 2 - 7 T 5 y 
S,t.#i§0 . 50g{l. 56mmo]) iOS^t;^ 

y (1 Om 1 ) ^Mt. ^«#ffl».T^ft^^-;PS- 

0. 2 8g (2. 3 5mmo I ) Ml. ^lvT2^^m 

y (1 Om 1 ) ^■35l:2-r$y-5-^'oo^,&#B? 
0. 40g (2. 35mmo 1 ) St^h UXf-zl^TS^ 

0. 6 5ml (2. 3 5mmo 1 ) i7)^-ft;><^Py ( 1 

5n. 1 ) }M{cjstl, Sjari TB^raWUc. kje 
-ms^-rmm.. guc-ft-^sgomg (ir$5 3. o 

[0364]NMR(DMSO-d6 )5:5. 14 
(2H, s), 6. 62 (IH. dd. J-9Hz, 2 
Hz), 6. 80 (IH. d, J = 2Hz), 7. 02 



HO2C 



[03 67] 4 vVl^yf^ v— 2-7 t - /UT $ 
S.&#K5 0 0mg ( 1 . 5 6mmo 1 ) ^Ota^L^^l^ 
y ( 1 5m 1 ) mW^Z. IS€^:t->'l'?: 1 86mg 

( 1 . 5 6mmo 1 ) Jnil. 7ki^T2B*rajiff U^f*. 
t§«£^JSETS*U;t. aS^lgoia^b<^^>' ( 1 Om 

I )Jg?ffS:2-T5y-4"h'j7;l'^n;<f-;l^,a# 
8 0 m g ( 2 . 3 5 mm o 1 ) AtX^l!;^ U ^ A 5 
3 9m g (3. 9mmo 1 ) (r>WC:^^\yV ( 1 3m 

y Im I (2. 3 5mmo 1 ) Srjui.. 3A.tMiBTa 

SSL. mia^k^feSTOmg {iR^4 6. 5%) 

[0 3 681 NMR (DMSO-dc ) d : 5. 13 
(211, s) , 6. 64 (HI. dd, J = 9IIz, 2 




(IH, L, J-7Hz) , 
7Hz) ,7.2 5-7.4 

( 1 H. d d, J = 9Hz, 
H, d, J = 9Hz) , 7. 
z) , 8. 59 ( IH. d. 

(IH. s) , 11. 87 ( 
I R (fc/, cm-i, KBr ) 
434, 1 2 36. 7 52 
E r -MS (m/z, %) : 
6(15), 329(13) 

(10) , 119(10). 
MA: 229-230*C 

[0365]^ttm8 : 2 

[0366] 
[^tSO] 



7. 1 2 (2H, d, J- 

1 (7H, m) . 7. 69 

2 H z ) , 7 . 7 4 ( 1 
96 ( IH, d, J = 2H 
J = 9Hz) ,9.70 
IH. s) 

: 1 652. 1 582. 1 

472 (m + , 6) . 38 
, 30 1 (7) . 25 1 
91 (100) 



- (4 
S 10 - 



HO2C H fS 



0 N 



CPs 



Hz). 6. 79(1H, d, J=2Hz). 7. 03 
(IH, t, J = 7Hz) . 7. 14 (2H. dd, J 
= 8H2, 1H2).7. 27-7.44(7H, 
m), 7. 53 (IH, dd, J = 8Hz, IHz), 
7. 76 (IH. d. J-9HZ). 8. 21 (IH. 
d. J-8Hz). S. 95(1H. d. J-IH 
z) , 9. 60 (IH, s) , 12. 00 (IH. s) 
TR(l/, cm-i,KRr) :1645, 1597. 1 
573. 1521, 12 3 3. 749 
EI-MS (m/z, %) : 506 (m + , 53) . 4 
88(9), 446 (4). 329(5), 302 (1 
7), 301 (39). 300(16). 272 
(9) . 2 1 1 (7) . 91 ( 1 00) 
1^: 2 0 7-208*C 

[03691 %mH4 9 : 3 - ( 4 -^yi^fU^t^i^- 
2-7x:::;l/TSy<yX75 K) - l-^yi^Vy/i 

[03701 
[<L9 01 




(43) ^m^l 1-171848 



[03 7 1] 4~^y'Jfl-^^^i^-2-y:L:z.flT^y 
S.&#S5 0 0nig ( 1. 5 6mmo 1 ) iOS^t^^f-U 

y ( 1 0 m 1 ) mmiz.. ymT&t^yf^^i^ l S 6 m g 

(1.5 Smino 1 ) ^Mt. 2B#iajStf L;t. ^Ojg 
}&i 3 -r 5 y- 2^7^l/yA/t/.i<yit4 3 Sm g 

(2. 34mmol)ai^\ h >Jxf-;^r 1 . 09 
ml (7. 8 3mino 1 ) Oi^-fll^f^Vy ( 1 5m 1 ) 

mia^l:^t)4 3 8mg (1R^5 7. 0?^) mtZo 
[03 7 2] NMR (DMSO-dg ) d : 5. 15 
(2H, s), G. 0 4 (IH. dd. J = 9Hz, 2 
Hz) . 6. 83 (IH. d, J = 2Hz), 7. 03 
(IH, t. J-7Hz) , 7. 15(2H. d, J = 
8Hz), 7. 29-7. 42(7H, m), 7- 5 0 
(IH. t. J = 7Hz), 7. 63(1 H. t, J = 



[03 7 5] A-^y'J}U:^^iy-2-yxr.flT^y 
^.&#S?5 8 0mg ( 1. 8 2mmo 1 ) i7)Jaj|:^f-l^ 
y ( 1 Om 1 ) mWUZ. *}^TS^l:^^^./W^3 2 4m 
g(2. 7 2mmo 1) JPX_. 7jC^^T2BtP9mfLfc 

t^. iS«5^i«ffiTe*Uc. SSi^sotg-fb^^i/y ( 1 

0 m 1 ) m Jg 5: 2 - 7 5 / - 5 - b o 3 6 5 

mg(2. 0 0mmol)At>'. b 'Jx^yPT^ > 0 . 
7 6Tn 1 ( 5. 4 6mmo 1 ) (O^^it^^Vy ( 1 Om 

L. Sie^l:^440mg (JR^50. 0%) 
[0 3 7 61 NMR (DMSO-dg ) ^ : 5. 0 4 
(2H, s), 6. 51 (IH. dd. J = 9Hz, 2 

Hz), 6. 82(1H, d, J = 2Hz). 7. 10 




8Hz), 7. 81 (IH, d, J-9Hz). 7. 9 
4(1H, d, J = 8Hz), 8. 05(1H, d, J 
-8 Hz), 8. 74 (IH, s), 9. 04(1H, 
s) . 9. 87 (IH, s) . 12. 06 (IH. s) 
IR(i^, cm-i,KBr) :3352, 1694, 1 
642, 1 546, 1 254. 740 
E I-MS (m/z, %) : 488 (mH-. 5) . 4 4 
6(9). 386 (6). 330(5). 329(1 
0) , 328 (5) . 251 (1 1), 1 29(9). 
121 (9) . 1 19 (10) , 97 (8) , 91 (7 
2) 

ItfS : 2 6 S'C 

[0373] ||tt^J5 0 : 2 - ( 4 -^yi^/kt^y— 
2-7x-;P'T5y^yX751') -5--hn3fA# 

m 

[0374] 

[^1:9 1 ] 




(IH, dd, J = 7Hz, 7Hz). 7. 17(2 

H, dd. J = 8Hz, IHz). 7, 30-7. 41 
(7H, m), 8. 45 (IH, dd, J = 9Hz, 2 
Hz), 7. 72(1 H, d, J=9Hz), 9. 00 
-9. 10 (2H, s) . 9. 91 (IH, s) . 1 

I, 99 ( IH. s) 

lR(i^, cm-^KBr) :1694, 1658, 1 
550. 1 228, 756. 744 
FAB-MS (m/z. %) : 484 (M-H, 3) , 
302 (100) 

H'iS: 2 0 2-203*C 

[0377]^teM51 : 5 r^Vu 2 (2 7x 
:^)VT 5 y 4 - 7 -;px-t- - ;i.^yXT ^ Y ) ^JSM 

m 

[0378] 
[^L9 21 




[0 3 7 9] 2-7x::^;UrSy-4-7xay^Xf-a 



A'3c.6#K200mg (0. 6 4mmo 1 ) <7)tgiMf- 



(44) 



1-171848 



(1 oiii 1 ) mmz, *j^TiS'ft;f-^t-/i.'& 1 1 4 

mg (0. 9 6mnio I ) Ml. ^'SX'2mmimttz 

mmm&T^^.Lf^. m'smcomit^^u> ( i 

Oml )mmt:2-7^/-5--hn^,n.mil7 4 
mg(0. 96mmoI)SC^, >- U x^/WT 5 >- 0 . 
2 6ml (1. 9 Immo 1 ) <Otg'ft><^Vy ( 1 Om 

Mie-{t,^Sr9 2mg (1R^3 0. 0?4) iWz. 
[0 3 80] NMR (DMSO-de ) 5: . 07 (1 
H. t,J = 7Hz).7 . 1 3 ( 1 H. dd. J = 
8Hz, IHz) . 7. 23 (2H, d. J = 7H 



HOzC 



[0 3 83] 4-0->'';l/:t^x-2-7i-;l^T5y 
$-6#i?5 0 Om g ( 1 . 5 6mmo 1 ) <r>^it^^V 

y ( 1 om 1 ) mt'i-^-tvo . l Sm l 

( 2 . 0 0 tniri o 1 ) Jni. , m^X' 1 B#^}«ff L?tf*, 
?§j«$rmETe*L.;t. Tmmr)V)V:siy (2 0ml) 
WL^Z^ 2-rsy-5-tFn^v'^,e.#if24 0m 
g(l. 56inmo 1 ) 2it;R^i;>>jU3 30mg 

(2. 3 9mmo 1 ) iMt. 20mSM^m^vLtz, 

~V^))V1}^t,<mm^nVmkL. Meil:^i«l2 4 3mg 
(;R^34. 0%) 

[0384] NMR (DMSO dg ) ? : 5. 1 3 
(2H. s). 0. 59(1H. dd. J = 9Hz, 2 
Hz), 6. 80(1H, d, J = 2Hz). 6. 98 



[0 3 87] 2-7x:::/l/r^y-4-:7x:::;PXf-c^ 
;l^.&#lg2 5 0 in ( 0 . 8 0 mm o 1 ) cnW^'^M- 
1/y ( 1 5m 1 ) Jg^gtC. mt'f'^:=^}V^O. 0 7ml 

(0. 9 6mmol)jD;c. 1. 5 Kf SM^arMS^ 



z),7.34-7. 59(8H,ni),7.83(l 
H, d. J=8Hz) , 8. 49 (IH. dd, J = 9 
Hz, 3Hz), 8. 76 (IH, d, J = 3Hz), 
8. 84(1H, d, J = 9Hz), 9. 27(1 H, 
s),12.48(lH, s) 
IR(^/. cm-i, KBr) :221 2. 1704, 1 
636, 1 596. 1 514. 1 220. 762 
FAB-MS (m/z, %) : 476 (M-H, 1 0 
0) 

MA- 248-250r. 

l0 3Sl]||j!ffiC?y5 2 : 2- {A-Kyi>}V'J^^i^~ 
2-7x:iyl^TS/^yX7$F) -5-\iYu^l/^ 

[03821 
[^L9 31 



HOjC H 

.0" 



X3 



0 N 
R 



-7. 04 (2H, m), 7. 11 (2H, d, J=8 
Hz) , 7. 25-7. 43 (8H, m) , 7. 72 
(IH, d, J = 9Hz). 8. 31 (IH. d. J = 
9H7.) , 9. 6 1 ( 1 H, s ) . 9. 83 ( IH, 
s) , 1 1. 62 (IH, m) 
IR(i/, cm-i, KBr) :3364. 1668, 1 
644, 1 614, 1 588, 1 546, 1 524, 1 
498, 1472. 1 288, 1 252. 1226. 1 
192, 762. 740 

FAB-MS (m/z , %) : 4 53 (M-H, 10 

0) 

iL'32 12-214'C 

[038 5] 111^5 3 : 5-^'uu-2- (2-7x 
->VT 5 / 4 - 7 * ->VX.i'-)V^>Xr 5 H ) ?c.6# 
1^ 

[0386] 
[^fc94] 



HOzC H {\- 



mm^wsrf^^Uc. se1^«^y^x> (2 0m 
1 ) mmi.z. 2-r5y-5-i5'ans-&#s?i 7 im 

g ( 1 . Ommo 1 ) St'^ISi?7!?'J'>A2 7 6mg 
(2. Ommo 1 ) tiML. K 



(45) 



nm^l 1-17 1848 



3 0 0mg (IR$8 0. 0%) %fz. 
[0 3 88] NMR (DMSO-de ) ^ : 7. 0 6 
(IH, t. J = 7Hz), 7, 11 (IH. dd, J 
-SHz. IHz), 7. 22 (2H. d, J--7H 
z). 7. 33-7. 39 (3H,m), 7.41- 
7. 46 (3H, m), 7. 54-7. 59 (2H, 
m) . 7. 71 (IH, dd. J = 9Hz, 2Hz). 
7. 80(1H, d, J = 8Hz), 7. 97(1 H, 
d, J = 2Hz) , 8. 57 (IH, d. J = 9H 




HOoC 



[0391] 2 7x-;^r5y 4 7x:::;Ux^r: 
;i^,g.#S5 0 0nig (1. 60mino 1 ) C^M^t:^^ 
( 2 Om 1 ) ^^?BC. iE'ftf-:t:=:.;^5: 0 . 15ml 

(2.0 Ommo 1 ) Ml. m^T immmWL fz'ik. 
mmmtT^^lA:. iSStlOh^l-xy ( 5 0m I ) 
'Smz^ 2-T$./-5-h Kn^>'^ES^294m 
g(l. 9 2mino 1 ) StifMl!;<7U^-^26 6mg 

(1. 9 2mmo 1 ) ^bui. 2ommhmmM.Uz. 

500Tng (IR$70. 0%) ^t#/L>. 
(0392] NMR (DMSO-de ) ^:7. 03- 
7. 13(3H,m), 7. 23(2H, dd, J =8 
Hz, IHz), 7. 34-7. 45 (7H, m), 



[0 3 9 5] 2 7x-/l/rsy 4 yx-;Uxt- 
;l^.&#K5 00mg ( 1 . 60mmo 1 ) C^mt:^^ 
Uy {25m\) mmz. mf-:t::^;P^O. 4ml 

(1. 9 2mnio 1 ) JD^. MST l. 5mmtmLfz 

3-r^y-2"'f7:5^lxy;i^;l/rKy^4 
50mg(l. 9 2mmo 1 ) at/^*KKAU^A2 6 5 



12. 00 ( IH. s) 
3384, 3208, 1 
1 580, 1 550, 1 
1222. 1222, 1 



29 



z), 9. 30(1H, s). 
IR (i^, cm-i, KBr) 
704, 1 636, 1 608, 
518, 1496, 1286, 
188, 750. 692 

EI -MS (m/z, %) : 4 66 (m4-. 4) 

6 (6) , 295 (1 0) . 9 1 (100) 

It^S: 2 56-257''C 

[0 38 9] »Sf^54 : 5-t Kn^S/-2- (2- 

7 X ::i;^T S ./ - 4 - 7 x :i;l^xf^:i;l/^y XT ^ F ) 

[0390] 
[{b9 5] 



1 534, 1498, 
1 220. 754 
447 (M-H. 1 0 



7. 54 7.59 (2n. m) . 7. 79 ( IH, 

d. J = 8Hz). 8. 29 (IH, d, J = 9H 
z) . 9. 4 1 ( IH. s) , 9. 68 ( IH, s) 
11.58 (IH. s) . 13. 58 (IH. m) 
IR(i/, cmi.KBr) :3344. 304 8, 
680, 1 648. 1 588, 
416, 1290, 1254, 
FAB-MS (m/z. %) 
0) 

It*.: 233-234r 

[039 3]^M(?IJ5 5 : 3- (2-7x-;^rS/- 
4-7x-;l/Xf--;|/^yXr5 K) -2— ^7:J^Uy 

[0394] 
Ht96] 



KO2C H 




mg ( 1 . 9 2mmo 1 ) SrJpi. 2 omSM^M^L 

9y-)U3i:mziimmL. SiE^l:-&^S:2 8 6mg 
(1K$3 7. 0%) ^%fz. 



(46) 1-171848 



[0396]NMR{DIVISO-d6 )5':7. 07 
(IH, t. J=7Hz). 7. 14 (IH, dd, J 
= 8Hz, IHz), 7- 25-7. 29 (2H, 
m), 7. 3 5-7. 46(6H,in), 7. 50- 
7. 60(4H. m), 7. 62-7. 68(1H, 
m). 7. 87(1H. d. J = 8Hz), 7. 94 
(IH. d, J = 8Hz). 8. 07(1H. d, J = 
8Hz) , 8. 75 (IH. s) , 9. 04 (IH. 
s) . 9. 47 { IH, s) , 12. 1 1 (IH, 
s) , 1 3. 6-14. 4 (IH, td) 
IR(i/, cin», KBr) :3360. 3132. 3 

[03 99] 2-7i-;PT$y-4-7x::i;Ux4-- 
.>i^M.^M5 00mg(1.60mmol) (JDig-fL^f- 
Ixy ( 2 5 m 1 ) ffifk^3r--'l'S: 0 . 1 4 m I 

(1 . 9 2mmo 1 ) iJOt. S^^'Cl . 5B#fajt#U>: 
^«^^«fFT^*Lfc. n^^<7)h>l^J:y (5 0m 
2-rSy-5-;<b^i'S,e.#S379 
mg(2. 2 7mmo I ) atfi>ai!y7y'>A2 6 5mg 
(1. 9 2mn)o 1 ) ^Ml. 2 0m\1}V^M^iLtz. 

Kii^mi 1 M -last- bfzm, ^mm st^j-ir l 

4 36mg (IR^5 9. 0%) S-^it. 
[0400]NMR(DMSO-d6 )d-:7. 06 
(IH, t, J = 7Hz), 7. 10(1H, <1ri, J 
= 8Hz, IHz), 7. 21-7. 28 (3H, 
m), 7. 33-7. 39 (3H, m) , 7. 41- 



EOzC 




[04 0 3J 2-yj^~!l-T5./-4-y:t~)lJL-)-=. 
f\^t<M.^M3 00mg(0. 96mmol) <7)i&it:*i- 
Uy ( 2 0m 1 ) jgJRt, Jg-ft;^:t-^l/iSrO. 08ml 

(1 . 1 mmo 1 ) Ml. ^fflt'i . smmimtt: 
mtMm&.T^^Lfc. ns^<^hjux.y ( 5 om 

1 ) SJfft, 2-Tiy-5-:>(^)\^Mmmi7 4m 
g(l. 1 5mmo 1 ) St/^Sg;^?^^^! 59mg 
(1. 15mmo \) 2 0rs^miS»M^Uc> 



056, 1 698, 1 638, 1 548. 1276, 1 
26 2, 1 1 94, 7 54. 6 9 2 
R I -MS (m/'z, %):482(m + , 17), 4 
64 (6), 446(15). 295 (32), 278 
( 1 3 ) , 9 1 ( 1 0 0 ) 
St^i 2 6 4-C (dec. ) 

[0397] Mfil5!56 : 5-;«< (2-7 
x-lVTiZ-A-yx -;l/Xf-ri;t^y XT S K ) g 

[0398] 
[{1:9 7] 




7. 46 (3H, m) , 7. 50 (IH, d, J = 3H 
z) , 7. 54-7. 59 (2H, m) , 7. 80 (1 
II, d. J=8IIz) , 8. 40 (III, d. J = 9II 
z) . 9. 39 (IH, s) , 1 1. 66 ( IH, s) 
IR(i/, cm-i, KBr) :3348, 1 700, 1 
684, 1 636. 1 610. 1 598. 1 536. 1 
496. 1416, 1324, 1286, 1222. 1 
176, 1042, 8 30, 750 
E I -MS (m/z, %) : 4 6 2 (m+, 84) , 4 
44 (26), 426 (7), 296 (90), 295 
(100) , 267 (14) , 167 (34) 
Bt*: 2 34-2 3 5*C 

[040 1] mmM57 : 5-}*^Jl'-2- (2-7x 
:i;PrSy-4-7x ->l'Xi--/l^yXT 5 K ) 

[040 2] 
[{b9 8] 




tz, *iii*riM m. mr/m-^^-cmmif 

3 7 5mg ()K*88. 0%) ^ffc. 
[04 04] NMK (DMSO-dg ) S : 2. 3 3 
(3H, s ) , 7. 06 (IH, t, J = 7Hz) , 

7. 10 (IH. dd, J = 8Hz. IHz), 7. 2 



4 (2H, dd, J-8Hz, IHz) , 7. 33- 
7. 45(6H. m), 7. 47(1H, dd, J-8 
Hz, IHz), 7. 54-7. 60(2H, tn) 7. 
80(1H, d, J = 8Hz). 7. 85(1 H, d. 
J-2Hz) , 8. 46 (IH. d, J = 8Hz) , 
9. 39 (IH. s) , 1 1. 95 (IH, s) 1 3. 
5-13. 9 ( IH, m) 

IR (m, CJlr^ KBr) :3228. 2212, 1 
698, 1640, 1 596, 1582, 1 536, 1 

[04 0 7] 2-y.r,-}i-TS,.y-A-y.x-)V:i^^- 
;l^-&Sli3 00mg (0. 9 6mmo 1 ) WJS-fb^'^f- 
l/y (20in] ) {gJSfc, «-ft:^jt-;l^>&0. 08m t 

( 1 . Immo 1 ) Mt. mm-l . 5mmmtti 

(1. 05mmo \) m^Y^)J^^)Vr^yim.\^n 

y-uM^i^msku mmL^i 24mg mms 

0. 0%) Wz. 

[0408]NMR(DMSO-d6 ) d : 7 . 04- 
7. 10(2H. Jii), 7. 21-7. 25(2H, 
m), 7. 32-7. 46 (7H. m) 7. 55-7. 
60 (2H. m) , 7. 88 (IH. 6, J=8H 

■X) 

[04 11] 2-yx::^;^TSy-4-7x:i;l/X^::^ 
;l^,&#M250nig (0. 8mmo 1 ) i^iSjt^^l/ 
y ( 1 5m 1 ) mmi^Z^ S^b^^r^iA'S: O . O 8m l 

(1. Ommo 1 ) Sfli. SiSri. 5B^FBTO*t/:: 
fi. ?lii^?$ET®*L:t. mmc^Mit^^Uy (5 
Oml)J§Jgt. 3-r5y-2-^:t7x>';5r;l';i^y 
5 img (0. 9 6mmo 1 ) S.L'^'^K;e?U 
^Al 3 3ing (0. 9 6mmo 1 ) ^rMl. m&T2 



«^^ll-17 1848 

496, 14 1 6, 1 322, 1 290, 1 256, 1 
224, 1176, 1060, 750 
RT-MS (m/z, %} : 446 (m + , 7) , 42 
8(2), 295(10), 267(2) 

U^: 2 4 8- 2 5 or 

[040 5] ^te0ij58 : 2~ ( 2 - 7x:::;l-T$ 

[0406] 
[^L9 9] 




z), 8. 26 (IH, dd, J-8Hz, IHz). 

8. 59(1H, dd, J = 5, 2Hz), 9. 20- 

9. 40 (IH, m) , 1 1. 40-1 1. 60 (1 
H, m) 

IR(^', cm-i, KBr) :3444, 3256, 3 
100-2900, 22 1 2, 1 756. 1 664, 1 
640, 1 594, 1 554. 1 518, 1496, 1 
444, 14 1 2, 1 316, 1 272, 1 258, 1 
244. 1210, 770. 752 
FAR-MS (m/z, %) : 434 (M + H, 1 
7 ) , 2 9 6 ( 1 0 0 ) 
H^: 236-237r 

[040 9] MS^J5 9 : 3- ( 2-7x-;l''r S 
4 - 7 X .^;^x^ r^/UKyXT S F ) f-.-t 7 x y 

[04 1 0] 

[{biool 




{25m\) mmi. iM 7miti'hu^M.mm 

1. 4m\i:Mt. A^mimMMbtztk. x^^y-;u 

2 3 6mg (JK3^7 8. 0%) #:ft, 
[04 12] NMR (DMSO-dg ) ^ : 7. 0 5 
(IH. t, J = 7Hz). 7. 15 (IH, dd, J 



(47) 



(48) 



i[$^^ll-17 184 8 



-8Hz. IHz), 7. 20 (2H, dd, J-8H 
z, IHz), 7. 32-7. 46(6H,m), 7. 
55-7. 60(2H, m) , 7. 79 (IH, d, J 
= 8Hz> ,7. 90(lH,d,J=5Hz),8. 
08 ( IH. d. J = 5Hz) . 9. 20 (IH, 
s) . 11. 36 ( IH. s ) . 13. 5-13. 7 
( IH, m) 

IR (t^, cm-i, KBr) :3392. 3260, 3 
044. 2636, 221 2. 1640. 1608, 1 
554, 1498, 1446, 1408, 1368, 1 
258. 1242, 1214, 756 
E I -MS (m/z, %) : 42 0 (m + , 4 1 ) , 2 

[04 15] 2-7ji-;^r5y-4-7x:i;kx^~ 
yW?cA#i$5 0 0mg ( 1 . 6 0mmo 1 ) CJOtSft;^^ 
l^y ( 2 Om 1 ) mm^Z.^ 0 . 15ml 

(2. OOmmo 1 ) ^ni.. ^STl. 5B#^ti#LJt 

f*. ?§*X&«ffT®*Uc. ^maoSib;^^^^ (5 

om\)mmz. 2-rsy-5-yn^s,&*i84 1 

5rng(1.92Tnmo1) ScA'^K* U ^ ^ 2 6 6 m 
g ( 1 . 9 2mmo 1 ) ^Mt. MiaT2 O^HJSffU 

-^^^54 5 5mg (iW$5 5. b%) Wz. 
104161NMR (DMSO-de ) ^ :1 . 06 
(IH. t. J = 7Hz), 7. 10(1H, dd, J 
= 8Hz. 1, Hz), 7. 23(2H, dd, J =8 
Hz, IHz). 7. 33-7. 48(6H, m), 
7. 54 7. 60 (211. m) , 7. 80 (IH, 

[04 191 2-7x::i;^T5y-4-7x-;^x^- 
/l^.&#ffi^5 0 0m^ (1 . 6mmo 1 ) iOta-ft^^l/ 
y ( 2 Om 1 ) mmz^ tS-ft^^^/l'S: 0 . 15ml 

mm£Y^i:Lfz. ^^^<:omt^^\y> (5 0m 

i)?s?gfc. 1, i-rsy>'^n^^-t>'*;^*:yg? 



96(100), 278(75), 256(38), 2 
05 (55). 1 78 (46) , 147(46). 13 
3(54), 129(62), 121 (58). 119 
(48) ,1 1 5 (50) , 108 (70) . 105 
(69) 

a-^,: 2 1 8-220r 

[O4 13]IStfi0!l6O : 5-7'n^-2- {2-7x 
ri;l/T $ y - 4 - 7 X -y^xf-ri^l^^yXT 5 F ) 

[0414] 

[{kion 




d, J = 8Hz), 7. 84(1H, dd, J-9H 
z. 2 Hz) 8. 09 (HI, d. J = 2Hz). 8. 
52(iH, d,J = 9Hz),9. 30(1H. 
s) . 11- 96 (IH, s) 
I R ( . c m-i ,KBr):3220.2220, 1 
700. 1688, 1 636, 1606, 1 596, 1 
576, 1 51 6, 1 496. 14 18. 1 370, 1 
322, 1 284, 1 250, 1 220, 1 180, 8 
24, 790. 764. 750 

E r-MS (m/z, %) : 5 1 2 (m+, 10). 4 
94(4), 2 95(30), 267(7). 239 

(1) . 1 90 (1) . 163 ( 1) , 91 (2) 
I$;S2 6 1 - 2 6 3"C 

[04 1 7] »fij^J6 1 : 1- (2-7x-;Ur$./- 
4-7x:i;l'Xf-ri;UA^yXrS K) iy':^u^^-^yij 



[0418] 
[^bl0 2] 




^>'x;M48ing ( 1. 9 2mmo 1 ) aL*^'^!!*!; 

'^A2 6 6mg(l. 9 2mmo 1 ) $:Jd^. SffiT'2 

ommmLfz. m^mm^iyi-^m&^mmzLfz 
mmmiT^^uz. mm^r^ hx n ^j/ix-m 



(49) 



!t$^¥ll-17 1S4 8 



U^. n^^rtf^^PB2:Xfy-il- (10ml) &m 

mH&Sil. SiB^t^4 3 4mg (I0J$6 2. 0%) 

[O'l 201 NMR (DMSO-dg ) 
1. 3 5 (IH, m) . 1. 4 3-1 
1 . 68- 1 . 82 ( 2H, m) 
1 8 (2H, m) , 7. 01-7. 

7. 18(2H, dd, J = 8Hz, IHz), 
31-7. 45 (6H, m), 7. 54-7. 59 
(2H, m), 7. 73 (IH. d, J=8Hz, H 
z) , 8. 52 (IH. s) . 9. 27 (IH, s ) . 
12. 27 ( IH. s) 



m) 
2. 
m) 
7. 



* : 1. 22- 
62 (5H. 

2. 03- 
07 (2H, 




104 2 3] 2-:J'nn-4- (.^^'i^y- 1 --f.'l^) 
3t-&#iri. 9 5g(7. 3 6mmo 1 ) sor-UV 

( 2 0 m 1 ) JgJKt;:, 'J A l . 2 2 g ( 8 . 8 
3mmo 1 ) m/5vft. %(OimAmiMt. 3^^ 

ie-fk-^!t^2. 12g(lR$90. o%)int:, 
[04 241 NMR (CDC Ij) 5:0. 89(3 
H, t. J-7Hz), 1. 23-1. 43 (6H, 



[04 2 7] ##^3 9T«3SL:^c4- U^i^y- 
■ilV) 2 7x--;l'7Sy3c,|.#i?5 2 0mg 
(1. 0 2mino 1 ) COig-fk^f-Uy (20ml ) 
Jg'fkf-ji-r./l-SrO. 12ml (1. 6 2mmol) 

yt:. ^^'m<r>mtM-Vy (5 0ml) Mt, 2 -T 
SySJ&«S267mg (1. 94mmo 1 ) 
;^U'>A268mg ( 1 . 94mmo 1 ) St^hUif- 
/WrSyO. 27ml (1. 94mmo nirJDt, M 

^m^^mmL. «iiB'fb^4 5 O m g (IR$6 3%) 



IR (i^, cm-i, KBr) ;3432, 3396, 3 
236, 3040, 2932, 2860, 2624, 2 
208, 1718, 1 634. 1590. 1 558, 1 
516, 1496, 1418. 1270. 1 172, 8 

68, 782, 758 

E I-MS (m/z. %) :438(m + . 49). 4 
20(8), 394(3). 349(14). 295 

(100), 2 67(14), 239(3), 163 

(3) , 98 (6) . 81 (3) 
11^194-1 9 5*0 

[042 11##(?(39:4- i>y- l-A IV) 

-2-yx-;i-rsy^-e.Si§ 

[0422] 
[^kl03l 




m), 1. 57(2H. q. J = 7Hz)2. 37 (2 
II. t. J=71Iz) . 6. 75 (111, dd, J=8 
Hz. IHz). 7. 15(1H. ddd. J = 7H 
z. 7Hz, IHz). 7. 21 (IH. d, J=1H 
z) . 7. 24-7. 29 (2H. m) . 7. 35- 
7. 42 (2H. m) . 7. 93 (IH. d. J = 8H 
7, ), 9. 28(1H, r) 

[04251IIJS^6 2 : 2 - [4- (^^^y-1- 

-fji^) -2-y:L->\^ri^yx~jUTi/<yXT^ 

[04261 
[^1041 

HQ2C H f^^'N."^ 



0 N 



[0428] NMR (CDC I3 )^:0. 88(3 
11, t, J = 7IIz) , 1. 20 1. 44 (lOII, 
m). 1. 5 0-1. G0(2H.m)2. 38(2 
t, J=7Hz), 6. 87(1H, dd, J = 
7, IHz). 7. 07(1H, t, J = 7Hz), 
7. 14-7. 20 (IH. m). 7. 23-7. 30 

(2H. m), 7. 32-7. 39(3H, m), 7. 
64-7. 70 (2H. m). 8. 15-8. 21 (1 
H. m) , 8. 8 3 (in. dd, J-8nz, III 
z) . 9. 61 ( IH. s) . 1 1. 69 (IH. s) 
IR(i>',. cm-i,KBr) :3300. 3044, 2 
228. 1 682, 1 652, 1606. 1 580, 1 
56 2. 1 542, 1516. 1498, 1470, 1 
452. 1420, 1 320. 1 294. 1 258, 1 
224, 1 160, 1 068, 1 028, 870. 75 



(50) 



it$^¥l 1-171848 



EI -MS (m/z, %):440(in + , 100). 
422 (24), 303(59), 260(20). 2 
46 (20) , 233 (31) , 204 (23) 
mA: 165-1 67'C 




[04 31 J 4- (3, 3-v'^-^-A-y^-;P) -2- 
7x— ;l^rSy^,i.#S^5 8 7mg (2. OOmmo 
1 ) cnmt^^vy (20ml) ig-(t^3)--;i- 

SrO. 2m I (2. 07mmo 1 ) aPi., MfflTl . 5 

)(f-Uy ( 5 0m 1) 2-r5y^,&#i?3 0 

2rng(2.20Tnmol), ft!!* U '^i.S 0 4 m g 
(2. 2 0mmo 1) atXhUXf-zPTSyO. 3 0m 

1 (2. 2 0mmo \ ) ^tai, mMTismmmnL 

eE-fk-&tl6 54mg (IR^7 9. 0?-^) mfz. 
[04 3 21 NMR (CDC I3 ) 5 : 1. 30 (9 
H, s), 6. 87(1H. dri, J = 8H7., IH 
z), 7. 04-7. 10(1H, m), 7. 14- 
7. 20 (IH. m) . 7. 2 3-7. 29 (2H, 

■ "O 

[04 3 5] 2-7x-;l.Tay-4- (^V^V-l 
--fyl^) S.ft#K5 1 Omg ( 1 . 8 3mmo I ) 
ft^^l^y (25ml ig>ft^^:i;i.SrO. 1 

4ml (1. 83mmo 1 ) JO/_ S?at:'l^»L 

(50ml)^5Rfc. 2-T5y^.t#K302mg 
(2. 20mmo 1 ) . ^B?;<7U^A304mg (2. 

2 0mmo 1 ) St/MJXf-/^r$yO. 30ml 
(2. 2 0mmo 1 ) $:ilP.c. ^iaT2 0t^fa}«f^fL 

Sia'f[:-^fe5 3 0mK (IR^7 3. 0%) mtz. 
[0436]NMR(CDCl3 ) 1. 03(3 
H, L, J=7Hz) 1. 50-1. 65 (2H, 
m). 2. 37(2H, t, J = 7. IHz), 6. 8 
S(1H, dd, J=l. 5H2. 8. 3Hz), 7, 



[0429]5?»J63 : 2- [4- (3, 3-'J:^i^ 
«® 

[0430] 
[^kl0 5] 




m) , 7. 32-7. 39 (3H, m) . 7. 63- 
7. 70 (2H. m) . 8. 19 (IH. dd, J=8 
Hz, IHz) , 8. 82 (IH, dd, J = 8Hz, 
IHz) , 9. 00 (IH, s) , 11. 07 (IH. 

s) 

\K{v , cm-i, KBr) : 3288. 2972. 2 
224, 16 3 6, 1608. 1582, 1 5 60, 1 
532, 1498, 1420, 1294. 1 256, 1 
224, 1 162, 900, 764, 752 
E I -MS (m/z. %) : 4 1 2 (m + , 44) , 3 
94 (6>, 295(2). 275(76). 260 
(38) . 246 (5) 
M;S: 2 2 5-227*C 

[O4 3 3]3gte0y6 4 : 2- [ 2-7x-;|/r ^ 
4- (^V^y- 1 -AM KyXTi K] m^irm 
[0434] 
[^1:106] 




0 7 ( 1 H , d d d , .7 = 7 H 7. , 7 H z , IHz), 
7. 14-7. 21 (IH, m). 7. 23-7. 30 
(2H. m), 7. 32-7. 40(3H, m). 7. 
63-7. 71 (2H, m) , 8. 19 (IH, dd, 
J = 8IIz, IHz) . 8. 83 (in, dd, J=8 
Hz, IHz) . 9. 00 (IH, s) . 1 1. 07 
(IH. s) 

IR(m, cm-i, KBr) :3256. 3020, 2 
872, 2224, 1 656. 1 606. 1 582, 1 
562. 1 534, 1498, 1470, 1452, 1 
420. 1318, 1258, 1222, 1162, 8 
92, 758. 

E r-MS (m/z. %) : 3 98 (m+, 4 5%) , 
380(6), 261 (54), 233(17). 20 
4(1 1), 190 (2). 146 (2). 1 19 
(3) 

it^r : 1 9 9-2 0 0^^0 

[043 71||Sfi{?!l6 5 : 2- [2-^^.^1-75^-4 



(51) 



1- 1 7 1848 



HdoC 



n 



[0-139] a-rf-^PTSZ-d- (3. 3-x;<f- 
il^zr^=.)U) $,aSS?5 4 7 m g ( 2 . 0 0 mm o 1 ) 

comtjf^i-y (15ml) mmz. i®-ft,f-5!--/i'$r 

0. 2m \ (2. 6 7mmo 1 ) Jnt, ^aSt'l. 5B# 

f-l^y ( 5 Cm 1 ) 2 -r 5 y^,ft#i!3 0 2 

mg<2. 20mmol), MIW? I' -^AS 0 4 m g 
(2. 2 0mmo I ) aiXbUx-J-^PTSyO. 30m 

I (2. 20mmo 1 ) ^STl 6l^iaii#L 

L. mE-ft^6 5 9mg (JR$84. 0%) 
[04 4 0] NMR (CDC 13)^:0.97(3 
H. t, J = 7Hz), 1. 3 4(9H. s). 1. 4 
2-1. 53(2H. m), 1. 6 5-1- 73(2 




[0443] 2- (2-7'^;P75>'-5-x^,-/l/'<. 
yXT 5 K ) $,&#itXf-/l' 5 2 6 m g (1 . 4 4 mm 
o 1 ) iOi^x^/l-TSy (10ml) S?R{c;2-3-l< 
tfUi»0. 30Tnt (2. 8 9trim o 1 ) , i/r^an 
f;^M)7xClyl-*X7-f y>"55i>V7i*l 6mg (0. 
0 Immo 1 ) atf3''/{l:^l Omg ( 0. 03mmo 

itz^k. BH^x^ypt-tttBtTt, mmmmmm 

fB'ft:-&!|*l3 7 5mg (1R?7 7. 5%) &f#Jt. 
[0444] NMR (CDC I3 ) ^ : 0. 97 (3 
II. t, J = 7IIz) , 1. 42 (311. t. J = 71I 
z). 1.4 0-1. 50(2H,m). 1. 64- 



[0438] 
[^tl0 7] 




H. m). 3. 16-3. 20(2H,m). 6. 69 
(IH, dd. J-SHz. 2Hz), 6. 74(1 
H. d. J- 2 Hz), 7. 14 (IH, ddd. J = 
8 H z . 7 H z , 1 H z ) , 7 . 5 9 ( 1 H , d, J = 
8Hz), 7. 63 (IH, ddd, J = 8Hz, 7H 
z, IHz). 8. 17(1H, dd, J = 8Hz, 1 
Hz), 8. 78(1H, dd, J = 8Hz. IHz) 
IR(i., cin-i,KBr) :3332. 3072, 2 
964, 2 228. 1 650, 1 608. 1 536, 1 
220, 7 66. 754 

FAR-MS (m/z, %) : 391 (M-H) 
M)^.: 225-227^ 

[044 1 3 ##^J4 0 : 2- L 2 -7'^;l/7 5 5 
- { 2 - f g i/Vkx^-yi^ ) KyXT 5 H ] Kx 

[044 2] 

[fbios] 



8CO2C H 



0.^ 



1. 71 (2H. m) . 3. 18-3. 24 (2H. 
m). 4. 43(2H. q, J-7Hz). 7. 12 
(IH, ddd, J = 8Hz, 7Hz, IHz). 7. 
19 (IH, ddd, ,T = 8Hz, 5. IHz), 7. 
50 (IH, ddd, J==8Hz, 8Hz, IHz), 

7, 55-7. 61 (2H, m), 7. 66(1H, d 
dd, J = 8Hz, 8Hz, 2Hz), 7. 97(1 
H. d. J = 2Hz) , 8. 06 (IH. t. J = 5II 
z). 8. 10(1H, dd. J=8Hz. 2Hz). 

8. 58-8. 61 (IH, m), 8. 66(1H, d 
d, J = 8Hz. lHz),ll. 77(1H. s) 
[0445]||tel5lJ66 : 2- [2-y^;PrSy-5 

- ( 2-eU>?yUx^::i;^) OXTS KJ 
[0446] 
[|I:10 9] 



[0447] CT4 0 fmmttz 2 - [ 2 - T'f-.'l^T 
5y-5- ( 2-t'«Ji'';Uxf-a;l.) O-XT^ K] S 
-f.#KX^;P3 73mg (0. 85tnmol)«0X:^'y 

-;K 2 0 m 1 ) mmiz 1 M -;d<K^i:^ h ^j^mm 
imitrjM. 2B#ia;jua!{acguc^. mmxi^&i 

?t. &miii^^y-/i*-h(r>m&x-wmi. mat 

•^IIJI 9 4mg (IR¥5 5. 0%) 5r»/s:. 
[04 48] NMR (DMSO-de ) S :0. 9 4 
(3H, t, J = 7Hz), 1. 36-1. 46 (2 
H, m), 1. 57-1. 65(2H, m), 3. 21 
-3. 20 (2H, m), G. 86 (IH. d. J=9 
Hz) , 7. 1 9-7. 24 (IH, m) , 7. 37 
(IH, ddd. J = 8Hz, 5, IHz), 7. 56 
-7. 60 (2H, m), 7. 65 (IH, ddd, ,J 




[04 5 1] ##(5i|3 OT-MjSL/c 2- ( 2 -7f-;pr 
S y - 5 -x^:i;l'^yXT S K ) S,a#Kxf-/|/ 5 0 
Omg(l. 37mmo I ) Oi/X-^-yl/TSy ( 1 Om 
I ) ^?g{c2-3-h'f-^7.T.>'0. 30Tnl (2. 8 
9mmo 1 ) , y:7oofc:xl-'j7x— ;l-7^.7^7-f Wl 
^i^n'Al 6ing (0. 0 Immo 1 ) JtCf 3 -^-fLiB 1 
Omg (0. 0 3mmo 1 ) Srjnt. Sffl-C2«rBW 

m^m^o^j>.mm. io%-?-?rigi?-^M;'>A* 

*'(>mt^^ntmmL. SE-ft:^2 3 3mg (JR$3 

8.0%) mtz. 

[04523 NMR(CDCl3 ) d : 0. 97(3 
H, t. J = 7Hz), 1. 43(3H. t. J = 7H 
z), 1. 41-1. 52(2H,m), 1. 64- 




[O4 5 5]##0!4rCf?jiL;t2- [2-7^;^7 
5/- 5- ( 2-^^7x-;Pxf-::./W) 0-Xr$ 
H] S,&#i?X^4'2 3 0mg (0. 5 2mmo I ) (?) 
x^' y -;K 2 0 III 1 ) 1 1 M -/K®?£-;- h 'J A 
*}i?Slm 1 SrJpx, 3l^ajPSfejiffit/>^, Sa*T' 



!t$m^ll-171848 

-8Hz, 7Hz, 2Hz), 7. 83 (IH, dd 
d, J = 8Hz, 8Hz, 2Hz). 7. 96 (IH, 
d. J = 2Hz), 8. 04 (IH, dd, J=8H 
z, 2Hz>, 8. 18(1H, t, J = 5Hz), 
8. 54 (IH, dd. J = 8Hz, IHz), 8. 5 
7-8. 60(1H. m). 12. 03(1H. s) 
IRif, cm-i. KBr) :2204, 1652, 1 
590, 15 2 8, 1220, 770, 756 
FAB-MS (m/z. %) : 4 1 2 (M-H, 1 0 
0) 

m^: 1 79-180t; 

[044 9 3 ##m 1 : 2- [2-/^/1^757-5 

- ( 2-^.'t7i-.'kxf--/l.) KyXTS. H] ^,tS 
Kx-tVP 

(0450] 
[YtllOl 

1. 73 ( 2H. m) . 3. 18-3. 22 (2H, 
m), 4. 43(2H. q. J-7Hz), 6. 69 
(IH, d, J = 9Hz) . 7. 00 (IH, dd, J 
= 5, 4Hz), 7. 12(1H, ddd, J = 8H 
z, 7Hz, IHz), 7. 23-7. 26(2H, 
m), 7. 47(1H. dd. J=8Hz, IHz). 
7. 58(1H, ddd, J=8Hz, 7Hz, IH 
z) , 7. 89 (IH, J-2Hz ) . 8. 03 ( 1 
H, t. J-3Hz) , 8. 10 (IH, dd, J -8 
Hz, lHz),8. 67(lH,dd, J=8Hz, 
IHz) 

[045 3]^»J6 7 : 2- [ 2 -:/^yl'r 5/- 5 

- ( 2-^:t7xr:yi.x-^-;^) KyXT^ HJ 

[0454] 
['fkllll 




Sid'(l:-^18 5nig (it^*8 5. 0%) 
[04 5 6] NMR (DMSO-de ) ^ : 0. 9 4 
(3H, t, J = 7Hz), 1. 36-1. 46(2 



(52) 



(53) 



nmW-l 1-17 184 8 



H, m) , 1. 56-1. 64 (2H, in) ,3.19 
-3. 25(2H, m). 6. 83(1H, d. J=9 
Hz), 7. 11 (IH, dd. J = 5Hz, 4H 
z) , 7. 18-7. 24 (IH, m) . 7. 35 (1 
H, dd, J = 4Hz, lHz)7. 52 (IH, d 
d. J = 9Hz, 2H2), 7. 60-7. 67 (2 
H, m), 7. 88(1H. d. J=2Hz). 8- 0 
3(1H. dd. J-8HZ, IHz). 8. 11 (1 
H, dd. J = 8Hz, IHz). 8. 51 (IH, d 
d, J=8Hz, IHz) , 11. 97 ( IH, s ) 



EtQsC H 

0"' 



[04 5 9] ##<?il3 0Tf?J§Lf^2- (2-7f-;^r 
$ ./- 5 -3- K^yXr ^ K) gJ.Si^Xf'/l 7 0 o 
mg(l. 5 0innio 1 ) OS/Xf-zWrSV (2 0m 
1 ) RV^hyh V^tiyyy (10ml ) (^^^^imirZ 
3~P< f^i^-1 -rntryO. 25inl (3. 00m 
mo 1 ) . S^';^Dntrxb>j7vji;^;J^;:?,7>f yyN-9>' 
*^7A53mg(0.08mTnol) m/B^imiAm 
g(0. OSmmo 1 ) ^JD;l. ^^^T25#ra*L 

mmMTkmyj u ^ i o h y ^ atk 

Jl^i^^nU^BX^mi. SiBfl:^3 7 5mg (IR*6 

1. 2%) iintio 

C04 6 0] NMR (CDC I3 ) (J : 0. 96 ( 3 
H. t, J-7Hz), 1. 40-1. 51 (5H, 



EtOiC 1 

0" 



V 



DUe 



[0463] ##0!I4 2 TlliS L >t 2 [ 2 7 --^y^r 
5y-5- (3-^l^^i^rnA'y-l->f;U) <yX 
T5b']^.&SKxf^;P3 7 0mg (0. 91mmo 
1 ) <7)X.^y-;l' (20ml ) .S.tXxb^t KD7^>' 
(20ml) cOM^mmi^Z 1 M -TkK^b:^ h U ^ A7j<i§ 
?R2m 1 i:mt. S?flT2i^TOPL3tf*. SS8E*«ffi 
T®*Uc. S®ti$:^^y-;k-x-x;i/-^^-ty 
i)^h(7)m^m'nmL. mt^5l3 0 0mg (iR^8 
5. 9%) intZo 

[0464] NMR (DMSO-de ) ^:0. 93 
(3H, t. J = 7Hz) . 1. 36-1. 46 (2 
H, m) , 1. 5 5-1. 64 (2H, in) , 3. 15 
-3. 2 1 (2H, m) , 4. 31 (2H, s) , 6. 
73 (IH. d, J = 9Hz). 6. 96-7. 01 



3320. 2964, 2 
1 530. 1 254, 7 

4 17 (M-H, 1 

7 9- 18 or 



I R (w\ cm-^ KBr) 
208, 1 6 52, 1 602 
56 

FAB-MS (m/z, %) 
6), 189(100) 
[04 5 7] ##0!l4 2 : 2 - r 2-7'^yWr^y-5 

S.&#i^x^>U 
[0458] 

[{bi 121 



Et02C H 



VOMe 



m) . 1 . 62- 1 . 7 1 (2H. m) . 3. 1 6- 
3. 22 (2H, m) , 3. 47 (3H. s) , 4. 2 
0 (2H, q. J = 7Hz) . 4. 34 (2H, s) . 
7- 1 1 ( IH. ddd, J-8, 7, IHz) , 7. 
41 (IH, dd. J=8Hz, 2Hz), 7. 57 
(III. ddd. J = 8, 7. IHz) . 7. 84 (1 
H, d. J = 2Hz) , 8. 00 (IH. t. J = 5H 
z). 8. 09 (IH, dd. J =8, IHz). 8. 
68(1H, dd, J-S. IHz), 11. 75(1 
H. s) 

[046 11IISW6 8: 2 - [ 2 -7'f-;P7a./- 5 
- ( 3-;^ b-^^ruA-y- 1 ~-f ;u) <yxrs HI 

[0462] 
[^L113] 



NaOsC U 



\/OMe 



( 1 H, m) , 7. 28 7. 
39 ( IH, dd, J = 9Hz 
( 1 H, d, J = 2Hz) , 8 
= 8Hz, IHz), 8. 37 
z) , 8. 54 ( IH. d. J 
I R (2/, cm-i. KBr) : 
928. 221 2. 1 652, 
296. 760 

FAB-MS (m/z. %) : 
0) 

^•^5179-180^ 
[04 6 5] #^fm3 : 2- 

-(3.3 



3 3 ( 111, m) , 7. 
, 2Hz) ,7.90 
. 0 3 ( 1 H, dd. J 
( 1 H. t, J = 5H 
= 8Hz) 

3300. 2956, 2 
1 590. 1 522, 1 

424 (m + Na, 10 



[2-yf'/Pr$7-5 
1 -Kyy^-^i/y 



(54) 



1-1 7 184 8 



[0466] 



DC. 



0 N 



[0467] 2- (2-7'^;UrSy-5-3-F7x 

1.40g(3. 33mniol) cOhUx^/UrSy 

(30ml) SO'rK^hFoy^y (1 5m I ) 
trn A-^;l/T;Pr t Ki^xf-zkr-fe:? -/l-Q . 9 6 m 

1 (1. 7 2inmo 1 ) . xJ'POb'Xh'j7x-;W* 
;^7'f y^-J^i^'n^/sSOmg (0. OSmmo 1 ) ai/" 
3'^-fbl?2 0mg (0. 0 6mmo 1 ) ^Ml. 

ffi'ft;-&t>6 2 5mg (JR*4 1. 4%) 
[04 68] NMR (CDCl3)(y: 1.04(3 

III 

A 

BtO OBI 

[04 7 1] m^im 3-C-mmLfz2- [2-r^>UT 

-4-^^fV-4H-3, l-KyY^-f-J 
>6 0 0ing ( 1 . 4 3mmo 1 ) iOX^'/-;!^ (20 
ml ) M/Th^h}iayyy (20ml ) cOfl-^JfJS 

iz 1 M ^itt h y 5 m 1 i-^o/. . s^ar 

^ y -;L'-x-r;P-'v^-^>'A^f.oili^a^aT-«S? L, 
Smfrtl^ROmg ()K^8R. 0%) S-iSTt. 
[04 7 2] NMR (CDC 1 3 ) S : 0. 93(3 

H. t, J = 7Hz) , 1. 18(6H, t, J = 7H 
z), 1. 38-1.46(2H,m), 1. 55- 

I. 64 (211, m) , 3. 1 6 3.2 1 (211, 
m). 3. 5 3-3. 61 (2H.m), 3. 65- 
3. 73 (2H, m) . 5 . 5 0 ( 1 H . s ) , 6 . 7 
5 (IH, d, J = 9Hz) . 6. 98-7. 03 (1 



[<tl 14] 



A 

BtO OBt 





H. t, J = 7Hz). 1. 29 (6H. t. J = 7H 
z), 1. 53-1. 63(2H, TTi), 1. 75- 

I. 84 (2H. m) , 3. 29-3. 34 (2H, 
m), 3. 63-3. 72(2H, m). 3. 80- 
3.89 ( 2H, m) , 5. 50 (1 H, s ) , 6. 6 
8(1H, d. J = 9Hz). 7. 4 3-7. 52(3 

H. m). 7. S0(1H. ddd. J = 8Hz. 7H 
z. IHz) . 8. 22 (IH, ddd, J = 8Hz, 

I, IHz) , 8. 32 (IH, d, J-2HZ) , 
9. 25 ( IH. t . J = 5Hz ) 

[04 6 9] IIWJ6 9 : 2- L 2 -7'f^;P7S /- 5 
-(3, 3->'Xh^i/rnA-y-i->f/i.) 

[0470] 



m 



NaOgC H 



Y 

OEt 



OEt 



1 520. 1288. 



437 (M-H, 3 



H,m), 7. 31-7. 36(lH,m), 7.40 
(IH. dd, J-9HZ, 2Hz), 7. 89(1 

H, d. J = 2Hz) . 8. 06-S. 09 (IH, 

m), 8. 39(1H, t, J = 5Hz), 8. 55 
( 1 H, d d, J-8HZ, IHz) 

IR(t^, cm-i, KDr) :2960, 2932, 2 

220, 1 060, 1 594 

54 

FAB-MS (m/z . %) 
4 ) . 3 7 9(100) 
Dl^: 179-180-C 

[047 3] SifeC?1J7 0 : 4- (3, 3-x.X^/l.r^ 
2 :7x:i;l/r5y N (2 ;^yl/7rt^ 

[04 74 1 
[ikl 16] 



(55) 



it^ra^l 1-1 7 184 8 



HOgC 



[04 75] 4- (3. 3-j^;^^;l.'y^-/P) -2- 
7s-;P75y^,&#i!l . Og (3. dOmmol) 

RV^t&it^^^-li' 0 . 4 m I <r)iML}<'i-V y ( 3 0 in 

1 ) mm^isx'2^m^tfUz^. mmimk-f^i: 
^mcomt^^i-y oom i ) mmi2-T 

sy^y-t'y;^/M;yr$ HO. 6 5g (3. 7 5mm 
o 1 ) coh-y i/y (50ml) ig?fi[(w*?^T?rFt, 1 

1*10. Sg (IR^5 2. 0%) Sr#/^. 
[04 76] NMR (CDC Is ) d : 
H, s) , 4. 87 (2H, br-s) 
II. dd, J = 811z. 2IIz) , 7. 
dd. J=8Hz, 8Hz. IHz) , 
29 (3H. m) . 7. 52-7. 



1. 29(9 
,6.85(1 
09 (III, d 
7. 21-7. 
59 (2H, m) . 



HO2C 



[04 79 J 2-/f-;l.'r5/-4- (3, ^-'J^t-'f- 
)Vyi'-)V) 'iiMM^l . Og (3. 6 6mmol)a 
Vm-ft.^:t-">P0 . 4 m I (DWi^'i-Xyy (30ml) 

./'<.y-b'yx;l/*yr$ KG . 7g (4. 0 3mmo 
1 ) (Ot'jyy ( 5 Om I ) ?§»X«tTa§Tt, 1 8 
^•mmmttitk. iS-fti^-fUySrMETe^L 

■f^O. 9g (IR*'54. 0%) 
[04801 NMR(DMS0-d6 ) 5:0. 97 
(3H, t, J = 7H2), 1. 34(9H. s), 
1. 41-1. 51 (2H, m), 1. 62-1. 72 
(211. m) , 3. 18 (211. t, J = 7IIz) , 

4. 83 (2H. br-s) . 6. 45 (IH, dd. 

J = 8, 2Hz) . 6. 74 (IH. d. J = 2H 



H£NS02 H 



0 N 



7. 57 ( IH. d. J-8H 
ddd. J = 8Hz. 8H2, 
H, dd, J-SHz, 2Hz 
d. J = 8Hz. 1 Hz) . 9 
0 - 0 3 ( 1 H , s } 
IR (i/, cm ^ KBr ) : 
928. 22 2 4, 1642. 
516, 1 500, 1472, 
33 4, 1290, 1272, 
64 

FAB-MS (m/z, %) : 
0) 

It^i: 10 1-102^ 
[0477]Mfefi?l]7 1 : 2- 
(3, 3-i/^f-;^7'^-;u) 

[0478] 

[-(1:117] 



z) , 7. 63 (IH, 
IHz) ,7.99(1 
) . 8. 4 1 ( IH, d 
. 53 (IH, s) , 1 

3364. 2972, 2 

1 586. 1 556, 1 

1442, 1420, 1 

1222. 1 1 54, 7 

446 (M-H, 1 0 



-N- (2-x;uyr=^ 



a" 



0 N 



w 



z). 7. 23 (IH. ddd, J = 8Hz. 8H2. 
2Hz), 7. 48(1H. d, J=8Hz), 7. 6 
1 (IH, ddd, J = 8Hz, 8Hz, 2Hz), 
7. 86(1H. br-s), 7. 95(1H. dd, 
J=8Hz, 2Hz) , 8. 34 (IH, dd, J=8 
Hz, IHz), 9. 70(1H, s) 
I R (z^, cm^i , KBr ) 
084, 2968, 2932, 
644, 1 600, 1 584, 1 564, 
472, 1440, 1 342. 1 292, 
168, 1 1 50, 896. 704 
FAB -MS (m/z, %) : 4 26 (M-H, 1 0 
0) 

It^,: 13 0-13rC 

[04811»Sfie'!l7 2 : 4 -<y v^:^^^- 2 -7 
xr:;^rSy-N- ( 2-X;l/7T^-<;l'7x::Lyl^) '< 

[0482] 

[^1:1181 



3368. 3232, 3 
2868, 2224, 1 
1 530, 1 
1 226, 1 



(56) 



if$^¥ll-17 1848 



HOaC 



[04831 A-<y-J)i^:t^i^-2-yji=.}UT5.y 
$>&#^5 0 Om g ( 1 . 5 6mmo I ) (Dimt^^f-l^ 
y ( 1 5 m I ) mmz. 7K<vTmti~^::^flz 18 6m 
g(l. 5 6mmo])mt.mi&X'2mmmfLfz. 
•I<7>ii?S?r2-TSy^y-tfyx;M^yTSHl 7 4m 
g'(0. 96mmol)^(/. b Ux^/l/T $ > 1 m 1 

(7. 8mmo 1 ) c7)S'fbP<^l^y ( 1 5iii 1 ) JgiRM 

{STL. s?flT4«piaji#L^v!. RffiMc. *^an 

Omg( JR$28. 0%) 

[0484] NMR (•^. DMSO D6):4.82 
(2H, s) , 5. 04 (2H. s) , 6. 48 ( 1 
H, dd, J = 9Hz, 2Hz), 6. 85{1H, 



HO2C 




'X) 



[04 87] 2-7x:^/UrSy-4-7x:^;l/Xf-« 
;k$.&#St 1 g ( 3 . 4 0 m m o i ) at/iS'(tf">r r:/^ 
0 . 4 m I COi^it^^^Uy (30ml) mK^m^T2 

^f-u-y (30ml) imi2-T^yKy^yx)it^ 

yrSKO. 6 5g (3. 7 5mmo 1 ) i?Db"y>?y 
( 5 0 m D ^r1cfc*?^T?gTL. 1 SB^P^^aWf 

uz^k. mt^i-i-yim&T^^uz. mmz7\ci 

(iR^5 2. 0%) &f#3t. 

[0488] NMR( CDC I3 ) a : 1. 29 (9 
II. s ) . 4. 87 (211, br s) , 6. 85 ( 1 
H, ddd. J = 8Hz. 2Hz. IHz), 7. 09 

(IH. ddd, J = 8Hz. 8Hz. IHz). 7. 
21-7. 29(3H, m) . 7. 52-7. 59 (2 



K2H-SO2 B 



0 N 

H 



d. J = 2Hz) , 7. 
7. 1 5 ( 2H. dd. 
2-7. 4 1 (8H, m 
H. m) , 7. 98 ( 1 
z) . 8. 38 ( IH, 
9. 74 ( IH. s) . 
I R (ly, cm-i, KB 
522. 1 280, 7 5 
E I-MS (m/z. % 
(1 0) . 302 (1 8 
(11), 91 (100 
iL^f: 17 1-172^ 
[0485]||ffi^J73 
7xX;U7Sy-N- ( 

KyXT^ V 

[0486] 

['f[:ii9] 



04-7. 10(1H, m). 

J --9Hz, 2Hz) , 7. 2 

) . 7. 60-7. 65 (2 

H, dd, .J=8Hz, IH 

dd, J = 8Hz, IHz) . 

9, 87 (IH. s) 

r ) : 1 646, 1 580, 1 

G 

) : 473(31). 446 
) . 30 1 (30) . 300 



: 4 - 7 - x;Ux^x;W- 2 - 
2-x;k7r^'f/l/7xx;i.) 



H2N-SO2 H iPY' 



.-0 



0 N 



244, 
582, 1 5 38, 



1424, 1 334. 
7 56 



s) 

3380, 3320, 
1 644. 1 594, 
1 500. 1468, 
1294. 1226, 



H, m). 7. 57(1H. d, J = 8Hz). 7. 6 
3(1H. ddd, J-SHz, 8Hz. IHz), 
7. 99(1H, dd, J=8Hz. 2Hz), 8. 4 
1 ( 1 H , d d , J = 8 H z , IHz), 9 . 53(1 
H, s) , 1 0. 03 ( IH. 
IR (i/, cm-i, KBr) 
3056. 22 12, 
1 530, 

442. 

1 54. 

EI -MS (m/z, %) :467(m+, 59), 2 
9 5 ( 1 0 0 ) . 2 6 7 ( 1 6 ) 
m^: 195-196'C 

[048 9] mtmiA : N- [2~ (2-7x:iyUr 
5/4 7 X x/Wx^x;l^>-Xr 5 H ) 

[0490] 

[-(1:120] 



(57) 



!t$^¥l 1-17 184 8 



9N-SO2 H 



.-0 



B2N-5O2 H 



FsC. 



[0491] HJfifiai 7 3 TfSjt L/vi 4 - 7 -T. r:;UXf-::^ 

x-zU) ^yXr5K200mg (0. 43mmo 1 ) 
Mf^Wl 'J-^A 1 1 Smg ( 0 . 8 6mmo I ) Srx 

(10ml) 1 Otn 1 <?)jRS-}SJSEt, 

'ft;^yV-^';l/9 0mg (0. 64mmo 1 ) $:?iTL, 

mure I b^mmLtz. u.mm^ i m-mmx-m.^. 

g( IR*6 9. 0%) ^:^fz. 
[04921 NMR(CDCl3 ) 5:7. 00(1 
H, dd. J = 8Hz. IHz). 7. 07-7. 12 
( IH. m) , 7. 2 7-7. 77 (1 6H. m) . 



7. 9 2 (IH, d. J=8Hz) , 8. 07 ( 1 H, 
dd, J = 8Hz, IHz), 8. 62{1H, dd. 
J = 8Hz, IHz) , 8. 70 (IH. s), 9. 6 
0 (IH, s) , 10. 49 (IH, s) 
IR(i/, cm-i,KBr) :3384. 3320, 1 
704, 1 660, 1 596, 1 582. 1 562, 1 
520. 1 286, 7 52 

FAR-MS (m/z. %) : 570 (M-H, 10 
0) 

M;S24 l-243r 

[049 3] MSI?IJ7 5 : N- [2- (2-7x-;UT 

;i^7^ - ;u] - 4 - h y 7;P:tn> '?^;i>'A:.yX7 5 H 
[0494] 



.0 



0 



[0495] ^^S^gfF. IIWJ7 3T!8iiLfc2 -7 

x-;kT5y-4-7x~;Pxf--;l.-N- (2-X;U 
7T^>f;b7x:^.;l') ^yXTi; H20 Omg (0.4 
3mmo 1 ) at^. ^K*U^A1 18mg (0. 85 

6mmo 1 ) <7)y:t^^>' ( 1 Om 1 ) Sl^k ( 1 Om 

>f;l/Sr 1 7 9mg (0. 8 5 6mmo 1 ) ^tWlM'&X' 

1 emmm^Lt:. sj&mnM-imvm^izLtz 

1. 0%) 'ff^/;:. 

[0496]NJVIK{CDCl3 )6^:7. 04-7. 
10(2H.m),7.21-7. 25(2H. m). 
7. 32-7. 46(7H, m), 7. 55-7. 60 



(2H, m) . 7. 88 (IH, d, J = 8Hz) 
8. 26 (IH, dd, J = 7Hz, 2Hz), 8. 5 
9 (IH, dd. J=5nz, 2nz) . 9. 2 9. 
4 (IH, m) . 11. 4-11. 6 (IH. m) 



1 R (i^, cm-i, 

2 1 6, 1706, 
580, 1 558, 
442. 1422, 
226, 1 1 56, 
E I MS (m/z 



KBr) : 
1662. 
1 528. 
1 326, 
1130. 



3320, 
1 64 2, 
1498. 
1 288. 
1 070. 



%) : 639 (ml 



3244. 
1594, 
1472. 
1 256, 
756 
, 16) , 



67 (20), 446 (10). 422(17). 29 

5 (88) , 278 (42) 
it^f : 1 7 8-18 0*^0 

[04 9 7igil)te'!l7 6 : N - [2- (2-7x-;Pr 
^y-4-7x:i;Pxf-n;L'^yXrSK) Ky^yx 



(58) !f$ra¥l 1-1 71848 



[0498] 



H2N-SO2 H 
N 



.-0 



[^1:12 2] 



0 N 
H 



H 



H 



x-;V-TSy-4-7x^/l'X^::i;l— N- 
7r*-Y;P7i-;l') '<.yXT5h'4 0 0ins (0. 8 
Ommo 1) mf A-i^Jti'JUr^ y\^V i^y3 1 5m 
g (2. 57mmo 1 ) c'^f-h^b FP7^7y ( 1 Dm 
I ) ?^?S{C:it7KP!^i?0. 12ml ( 1 . 28mmo I ) 

■cnmL. mm^^^35Qm& <ir*8 2. 2%) s- 

[05 0 0] NMR (CDC I3 ) ^ : 2. 08(3 
H, s), 6. 99(1 H. dd, J=8Hz, IH 
7. ), 7. 07-7. 12(1H, m), 7. 26- 
7. 46-7. 54 (3H, 
71 (IH, m) , 7. 82 (1 



BgN-SOj H 



l> 0 

" 'V 

H, d, J = 8Hz) . 8. 01 (IH. dd, J = S 
Hz, IHz). 8. 06-8. 16(lH.m), 
8. 58(1H, dd, J = 8Hz, IHz), 9. 5 
7 (IH, s) , 10. 30 (IH, s) 



34 50- 
1 66 0. 
14 7 2, 
1286. 



2950, 
1 582, 
1442. 
1256, 



7.4 0 (8H, m) 
m) . 7. 66-7. 



I R (m, cm-i, KBr ) : 
864. 22 1 2, 1 7 14. 
556.1 530, 1498. 
420, 1 342, 1318, 
224. 1 1 56, 1 1 28, 
E I -MS (m/z, %) 
95 (49) , 267 (7) 
Wjk : 1 0 8t: 

[0 50 1].^)fftfi^l7 7 : N~ [2- (2-7x-;^T 
S y - 4 - 7 X :::..;^xf'-;l/^y XT 5 H ) ^y-t: 

[05021 



854, 756 
509 (mH-, 22) 
9 1(2) 



61 (3) 




[0503] lllieai73'CS?3iUc4-7x-;l'X-t-- H. t, 

;P-2-7x-;Pr57-N- (2-7.;|/7T^^;l'7 m) , 1 

x^L/U) A^yXr^ K500mg(l. 04mmol) H, t. 

<^rh^b Hn7^> ( 1 Om 1 ) igfg(C4-y>ff-;^ Hz, 1 

T57eU>>>260mg (2. 1 4mmo 1 ) . Jit^* 7. 24 

^^^fy-^/l/^oU HO. 16ml (1. 17mmo (5H, 

\) ^Mt.ms^x'i mwitm Lfz . RisiSfstc* 6 5 7 

;l . »ffi?x^;P'C»ai L^!. ^1S»&*ac/^fiStl^«* = 8 H z 

Tffij^jifevfL. ^7i<^g«^hy^Ar?£m. Jg^S'M z) , 8 

BETSfiLfc. g@???l$-xUX?^V^^n'rh^57-<- dd. J 

TfltSL. »lri'fb'^ft2 0 0mg (IK*33. 3%) ^ 10.3 

[0 5 04] NMR (CDC I3 ) (5 : 0. 84 ( 3 66 0, 



J = 7Hz) , 1. 10-1. 32 (4H. 
. 50-1. 62 (2H, m) . 2. 23 (2 
J=7Hz) , 6. 99 (IH, dd, J=8 
Hz) , 7. 06-7. 1 2 ( IH, m) . 
-7. 30 (3H. m) , 7. 32-7. 40 
m) . 7. 46-7. 54 (3H, m) , 7. 
. 7 1 ( in, m) . 7. 83 ( in, d. J 
) , 8. 01 (IH. dd. J = 8Hz, IH 
. 10 (IH. br-s) . 8. 57 (IH. 
= 8Hz, IHz) . 9. 57 { IH. s) . 
1 (IH, s) 

, cm-i, KBr) : 2956. 1 714, 1 
1 582, 1442, 1286. 756, 69 



(59) 



H^Wf-l 1-171848 



EI-MS (m/z. %) : 565 (in + , 41) , 4 
67(4), 295(100). 267(13), 20 
5(29) 

[0 5 0 5] *)5&0!|7 8 : N- [2 - (2-7x:^yl/r 



s y - 4 - 7 X -H3^i--ii^KyXT 5 K ) 'sy-tfyx 

[0506] 
[fl:124] 



.-0 



0 N 




[0507] ^^^utiT. 3Tm&Ltz2-y 

7r^^;l'7.x-;l'XyXT$K2 5 0Tns (0- 5 
4mmo 1 ) at>'*i!*U^JM4 8mg ( 1. 0 7m 
mo 1 ) 0>^':t^1^y (10ml) Xt/^Xc (10ml) 
cOig-^^gJSCc. T^y'^/^:^n'J Kl 5 3mg (0. 8 

0 6mmo 1 ) ^Mtm^Tiommtmitio Km 

'^2 3 8mg (IR^7 1. 5%) ^Wz. 
[0 5 08] NMR (CDC 13)^:0.86(3 
H, t, J = 7Hz), 1. 12-1. 32(11H, 
m). 1. 50-1. 62(3H.m). 2. 23(2 
H. t. J~7Hz), 6. 99(1H. dd. J-8 
Hz, IHz), 7. 09(1H, t, J-7Hz), 
7. 24-7. 42(8H, m), 7. 47-7. 68 



(IH. t, J = 7Hz). 7. 83 (IH. d. J = 
8Hz), 8. 00(1H. dd. J=8Hz, IH 
z),8. 08(1H, R).8.57(1H, d,J 
= 8Hz) , 9. 57 (IH. s) . 10. 32(1 
H, s ) 

KBr) : 3252. 
2216, 1714. 1668. 
1 564, 1 524. 1 500. 
1418, 1342. 1314. 



856. 
578. 



2928, 
1 594, 
1470, 
1286, 



440. 

226. 1 1 36, 870. 754. 724. 690. 
582 

R r -MS (m/z, %) : 6 2 1 (m + , 5 0%), 
467 ( 1 2) . 446 (1 3) . 295 (1 00) . 
278 (9) . 267 (13) 
[0 5 0 9] ^]![fi(?!l7 9 : N- [2- (2-7x:=.;U7 
S y - 4 - 7 X - /l.x^ - XT ^ H ) 'OHf 

[0510] 

[{k:i2 5] 



H2N-SO2 H 



0 



o 



H 



a" 



[0511] g^^rlTF, »SfJ7 3-CS{i§L/^2 -7 
i-;U-r5y 4 ^x-yl'Xf-Ji;!^ N ( 2 
7r^'f;i'7x^;l') 's>'XrSH226mg (0. 4 
8mmo 1 ) TkV^^ A-l^^=f-ltVr%J\^^)i^y\ 1 8 
mg(0. 9 6mmo 1 ) C0f-h7t I<a75> ( 1 0 
m 1 ) ^fltTA'o^r ;l'i'P 'J K 0 . 0 7 111 1 ( 0 . 5 
7mm o 1 ) ^jDi-^ST-mtaOfft/ift, jg^^iS 



LJt. S®!ilS:v»;*^'/l.^'DVb^^77^--eiSi8L 
•C, MIB'fti-^l 5 0m!? <IR^5 6. 0%) Sril/t:. 
[0 5 12] NMR (CDC Is ) ^ : 1. 14(9 
H, s), 7. 00(1H, dd, J=8Hz, 2H 
z) , 7. 09 (IH. ddd, J = 8Hz, 8Hz, 
2H2). 7. 24-7. 31 (3H, m). 7. 33 



(60) 



W^^l 1-17 184 8 



-7. 39 (5H, rn) , 7. 48-7. 53 (3H, 
m). 7. 68(1H, dd, J-8Hz, 2Hz) , 
7. 83 (IH. d. J = 8 Hz), 8. 00 (IH, 
dd. J = 8Hz, 2Hz) , 8. 18 (IH, br- 
s) . 8. 53 ( IH, dd, 
9. 57 (IH, s) , 10. 
IR (fc/, cm-i. KBr) 
658, 1 582, 1 558, 
442 



J=8Hz, 2Hz) . 
25 (IH, s) 
2212. 1704. 1 
1532. 1472. 1 



E I-MS (irt/z. %) : 55 1 (iri + , 4 9) , 5 
21 (30). 295(100). 195(48) 
i^: 223-224''C 

[05 13]^jffij5!|8 0 : N- [2- [4- (3. 3- 

[05141 
[Il:i2 6] 



H2N-SO2 H 



0 N 



[0515] mm%^. mmmi 0T«iSLit4 - 

(3, 3-y^f"7l/:^^::i;l') -2-7xr:;!/T$y- 
N- ( 2-;:?:;P7r^-f;U7x-;u) <yxrs K2 0 
Orng (0.4 5inmo I ) ai^, 4- i/;?<^y^T 7 
fU v'Vl 10mg(0. 9mmol) <7)Th5b Kd 
77^ ( 1 Om 1 ) ?l?StceAn>f;i.^nU KO. 06 
ml (0. 4 9nimo 1 ) SrJa/.^^iSTm^tt#L?t 

mis. 0%) ^nti. 

[0 5 1 6] NMR (CDC I3 ) ^ : 1 . 12(9 
H. s) , 1. 38 (9H. s) , 6. 87 (IH. d 
d, J=8Hz, 2Hz) , 7. 07(1H, ddd, 
J = 8Hz, 8Hz, 2Hz). 7. 22-7. 29 



H2N-SD2 



0 



[0519] g5gm?rF. llig^J7 0TWtUc4 - 
(3, 3->>.Xf';Prf^3i;l.) -2-7x-;^T5y- 
N- ( 2-.x;V7r^'</^7x:::;l/) ^yXTi: K30 
Orng (067mmo 1 ) RX/^ 4 i^^-f/UTSyb' 
US^>18 0ing ( 1 . 4 7inmo 1 ) </;rb^t Kn 
7^y ( 1 Om 1 ) ?gJgtC**g^KO. 0 7ml (0. 

7 4 mm o 1) ^Mim^v im^mwLfzm. mu^ 



0 K 



(3H, m) , 7. 32-7. 3 8(3H, m). 7. 
67 (IH, ddd. J = 8Hz. 8Hz, 2Hz). 
7. 7 5 (IH, d, J=8Hz) , 7. 99 (IH, 
dd, J = 8Hz, 2Hz), 8- 15 (IH, br- 
s) , 8. 50 (III, dd, J = 8IIz, 2nz) 
9. 5 1 9 ( IH, s ) , 10, 1 7 ( IH. s) 

IR (i^, c m-i , K B r ) : 2 2 2 4 , 1 7 14. 1 
652, 1 594. 1 580. 1 564. 1 530. 1 
498 

R T -MS (m/z. %)!5 3 1(Tn + , 85).l 
75 (100), 260 (53) 
it^: 218-219^ 

[0517] mmmS 1:N-[2-[4-(3,3- 

y>f";u7*^j^yu) - 2 - 7 X --^i/i/T 5 y^yxrs 

[0 5 18] 
[11:12 7] 



D 



^-vmmLx.wMiit^ms5ms mm7 2. o 

[0 520] NMR (CDC I3 ) : 1. 28 (9 
H. s). 2. 04(3 H. s). 6. 85(1H, d 
d, J-SHz. 2Hz). 7. 07 (IH. dd. J 
= 8 Hz. 8Hz). 7. 22-7. 29 (3H. 
m) , 7. 31-7. 39 (3H, in) .7.66(1 
H. ddd, J==8Hz, 8Hz, 2Hz) , 7. 73 

(IH, d, J = 8Hz) ,7.99(lH,dd, J 



(61) 



nm^l 1-1 7 184 8 



-8Hz, 2 Hz), 8. 26 (IH, br-s), 
8. 55 (IH, dd, J = 8Hz, 2Hz)9. 49 
(IH, s) , 10, 24 ( IH, «) 
IR(t/, cm-i, KBr) :2224, 1730, 1 
658. 1 582, 1 556, 1 538, 1498, 1 
470. 1442, 1418. 1336, 1270 
EI-MS (m/z. %) : 489 (in + . 73) . 2 
75 (100) . 260 (70) 



M.'S: 2 0 8-209^C 

[052 1 ] mmms 2 : n- [ 2 - [ ( 

2-7 x-yl. T 5 y - 4 - 7 - -;l.xf^-;P^yX 

[05223 
[^1:128 3 



HgN-SOo H 

a" 



0 N 
H 



O^H-S02 H rfV 



[0523] Mfg^STF. Ilifet?>]7 3rSJiL5^:2 -7 
x-;^T5y-4-7xri;^xf^-;l.-N- (2-x;U 
7r^^^l-7x-/l-) ^>'Xr-^K50 0ms (1. 0 
7mmol)atJf. 4 >'^^;l/r £7 tfU ^'>'2 8 9 
mg(2. 36inmol) ^^f*^7b Hn7 7>' ( 1 0 
m 1 ) mmz^xiamM^ V^i-JVO. 1 5m l ( 1 . 

ismmo 1 ) ^Mi.m^x'mmm^Lrz'ik. mm^ 

m£Ym^Vrz. mmzi^^Mt. #i^x^;Pt'ttttJ 

^-T-mtT. mmm^55m^ mm 5. 0 

%) Sr^#/;:. 

[0 5 24] NMR {d, CDCI3 ) :0. 83 (6 
H, d, J = 7Hz), 1. 80-1. 90(1H, 
m), 3. 85 (2H, d, J = 7Hz), 6. 98 

(IH, dd, J = SHz, 2Hz), 7. 10 (1 
H, ddd, J = 8Hz, 8Hz, 2Hz) , 7. 24 



H2H-SO2 H 




[0 5 2 7] ^^^rTF. 2-rf-;V'rS7-4- 
(3, 3 'J^^)Vy'-j-:::^)V) N (2 X;U7t^ 
-f;l^7x~>'^XyX75K3 0 0mg (0. 7 0mm 

0 1 ) mj^. 4-i/V'f~;Ur£7tfUi»l 89m}^ 
(1. 5 5mmo 1 ) (^Ox h7t FU7^> ( 1 Om 

1 )?t?StC«>J<»i!0. 07ml (0. 74iiimol) 



1516, 1472, 



566 (M-H, 2 



-7. 31 (4H, m), 7. 32-7. 39(4H. 
m), 7. 47-7. 55 (3H, m), 7. 60(1 
H, br-s), 7. 68(1H, ddd, J-8H 
z. 8IIz, 2IIz) . 7. 76 (III, d, J-8II 
z). 8. 03(1H. dd, J=8Hz, 2Hz). 
8. 61 (IH, dd, J = 8Hz, 2Hz). 9- 5 
7 (IH, s) , 10. 27 (IH. s) 
IR(i^, cmi,KBr) :2212. 1716, 1 
674, 1 582, 1 556, 
424. 1 356, 1 226 
FAB-MS (m/z, %) 
3) , 26 5 ( 1 00) 
IJL^.: 1 5 5- 1 56^ 

[052 5] 5lMi?!lS3 : N- [2- [2-7'^/UTS 
7-4- (3. 3->'';>(f^;L'7>x;l^) ^yXTS K: 

^[0526] 

[fl:i29] 



H 

\^N-S02 H 



Q N 



Lit. U ;^ nv YVyy i --C«S? L 

T, aiE-ft;-^2 5 0mg (IR^76. 0%) ^Wz. 
[0 528] NMR CDCl3):0.96(3 
H, L, J=7Hii), 1. 33(9H, s), 1.4 
4-1. 56 (2H, m). 1. 63-1. 70 (2 
H. m) , 2. 04 (3H, s) , 3. 18 (2H, 



(62) 1-1 7 184 8 



J-7Hz) 
z , 2 H z ) , 6 
7. 24 (IH, 
z) , 7. 61 ( 

(IH, ddd, 
81 ( IH. br 
8Hz. 2Hz) 
48 ( IH. dd 

(IH. s) 

T R ( t/, cm-i 

972, 2932 



, 6. 66 (IH, dd, J-8H 
. 72 (IH, d, J = 2Hz) , 
ddd, J = 8Hz, 8Hz, 2H 
IH, d, J=8Hz) ,7.65 
J = 8Hz, 8Hz, 2Hz) , 7. 
-s) , 8. 01 (IH. dd. J = 
, 8. 20 ( IH, br-s) , 8. 
, J-8HZ. IHz) .10.02 

, KRr ) : 3392, 3 196, 2 
, 2872, 2228. 1736, 1 



640, 1 598, 1 584 
474, 1444, 1 348 
212, 1 134, 854, 
E I -MS (m/z, %) : 
75(100). 260(7 
It-i^.: 1 5 5-1 5 6*C 
[0529] SgSfti?!l84 : 2 
xr:;|/Xf-ri;!.'-N- [2- 

[0530] 
[{tl3 0] 



, 1 564, 1 530, 1 
, 1 290, 1 236, 1 
766 

489 (m + , 73) , 2 
0) 



H2N-SO2 H 



o 



Q N 



[0531] ^«$\8rr. ^mmi svmuc 2 7 

x:i;^75y-4-7x~;Uxf'->il/-N~ (2-x;u 
7t^>^;I/7x-;P) ^yXTS K54 8mg ( 1 . 1 
8mmo 1 ) ai/f. 4-5^p<f-;WT5yt*''Jx>3 16 
mg ( 2. 6 0inmo I ) cOfi^figxf-;!/ ( 1 Om I ) ^§ 
^(2^nn^K7.xX;^0. ISml (1. 4 2mmo 

Ji-'TJUTm I X . mmt-^^ 5 2 0 m s ( IR^. 7 
5. 0%) ^Wz. 

[053 21NIV1K(CDC13 ) d : b, 96(1 
H, dd, J-8Hz, 2Hz) , 7, 00-7. 04 

(2H, m), 7. 11 (IH. dd. J = 8Hz, 8 
Hz), 7. 18-7. 38, (llH,m), 7. 4 
5 (IH, d, J = 2Hz) , 7. 49-7. 53 (2 
n, m) , 7. 68 7. 74 (2n. m) , 7. 82 

(IH, br-s), 8. 09 (IH. dd, J = 8H 



H 

r. 



z. 2nz) . 8. 63 (1 
Hz) , 9. 50 (IH, s 
s) 

IR (^. cm-i, KBr) 
864. 2 2 16, 1 748. 
560. 1 528, 1498. 
420. 1 360, 1 320. 
198, 1 162, 1 1 28. 
FAB-MS (m/z , %) 
2) , 4 5 1 ( 1 00) 
SI'S: 14 6-147'C 
[0533] ||»!J85 : 2- 
xXy^Xf^xy^-N- [2- 

[0534] 

[Il:i3i] 



IL dd, J = 8n2, 1 
) , 10. 23 { IH. 

: 3392. 3064. 2 
164 6. 1 582, 1 
1476. 1442, 1 
1288. 1 226, 1 
898, 754 
586 (M-H, 2 



-7 -x;j/ray-4-7 

[ [ (2-.Xf-;Prntr;U 



.0 



0 N 

Hi 



H 



[0535] 8 4 1« Ji L 7t 2 - 7 x -;!^r S J 



H 



0 H 

H 



-4-7x-;lx^:::/U-N - [2- [ (7x-;U:t-^ 



(63) 



nm^l 1-17 184 8 



TaF105mg(0. 1 Smmo 1 ) Sl^. >f y^^f- 
;UT5yO. 04Tnl (0. 3 6 mm o 1 ) {7)A;y4f y 
(5ml) J§J8ti&2«r^Jl^.JiaL^>:. 

^h-h 'J jsb^b lt . m&it-m 7 0ms {im 

6 9. 0%) 

[0 5 3 6] NMR (CDC I 3 ) d : 0, 8 3 (6 
H. d, J = 7Hz), 1. 64-1. 71 (IH, 
m) , 2. 91 (2H, dd, J = 7Hz, 6Hz) , 
6. 23 (IH, br-S) , 6. 94 (IH. dd, 
J=8Hz, 2Hz), 7. 10 (IH, ddd, J = 
8Hz. 8Hz, IHz). 7. 21-7. 28(3 
H, m), 7. 3 2-7. 40(5H. m), 7. 45 
(IH, d, J-2Hz) , 7, 48-7. 53 (2 
H, m), 7. 66(1H, ddd, J = 8Hz, 8H 
z, 2Hz) , 7. 69 ( 1 H, d, J = 8Hz) , 



14 18 
1 152 



7. 88 ( IH, dd, J- 
6 ( IH. b r-s ) , 8. 
Hz, 1 H z ) , 9 . 5 6 ( 
(IH, s) 

I R (i^, cm-i, KBr ) 
064. 2960, 2932 
658. 1580. 1 554 
472, 1442 
288. 1224 
FAR-MS (m/z, %) 
6) , 265 (1 00) 
SM: 183-1 84r 
[053 7]Mlli?lJ86 : N 

v/urs/) ;&;pjK-;pr5 

2-7x::i;UrSy-4 

[0538] 
[^bl3 21 



8Hz. 2Hz) , 8. 3 
56 (IH. dd, J=8 
IH, s) , 10. 00 



: 3392. 
, 2220. 
. 1530. 
. 1 344, 
, 752 

: 565 (M-H 



3268, 
1 682. 
1498. 
1 320, 



- [2- [ [ {iy^^n^^ 

- 7 - r.;i/X^r:;l/A:yX 



^ ^ 0 » 

K 



.-0 



■0 



H 



H 



[ 0 5 3 9 ] Slifefi^llS 4 T«!iiLft: 2 - 7 xr:;U7 5 y 
-4-7x-;PXf'-;p-N - [2 - [ (7x-?l/:t^ 

>';i^,;i^rn*-;i/r$y ) x/^7;r-./u] 7x-;H ^yx 

r5K2 00mg (0. 3 4mmo 1 ) SI/, i^^^a^ 
^>yjUT^yO. 09ml (0. 7 5mmo 1 ) 

( 5m 1) m?:2msiimMmiti. Rmmiz 

Srr^h- hij/l t'SJft^HtT. Wkfr*!!! 3 6mg 
(IR^6 7. 0%) mAz. 

[05401 NMR(5, CDClg ) : 1. 06 (2 
H, m). 1. 20-1. 28(2H, m). 1. 45 
1.70 (411, m) , 1. 75 1.85 (211, 
m), 3. 45-3. 55(lH.m). 6. 00(1 
H. br-S). 6. 96 (IH. dd. J = 8Hz. 
2Hz). 7. 11 (IH. ddd, J = 8Hz, 8H 
z, IHz) . 7. 24-7. 30 (5H, iii) , 7. 
3 2-7. 40 (4H, m) , 7. 46 ( IH. d, J 



-2Hz) , 7. 49-7. 

4-7. 74 (3H, m) . 
8Hz, 2 Hz) , 8. 5 7 
z. IHz ) , 9 
H, s) 

I R (i/, cm-i, KBr) 
240, 2940, 2856 
1 584. 
1444, 
12 18, 



53 (2H. m) , 7. 6 

7. 89 (IHdd, J = 
(IH, dd, J = 8H 
55 (IH, s) . 10. 03 (1 



1 550 
1422 
1 1 54 



662 
470 
252 
56 

FAB-MS (m/z , %) 
3 11 (100) 
Mj^: 188 189'C 
[0 54 11»fiM8 7 : 2 

75 y) X}Vir^c^)V'\ yx.^. 

[05421 
[^L13 31 



-.3400. 
, 2212. 
, 1 530. 
. 1 338. 
. 1128. 



33 16, 
1 686, 
1498. 
1 284, 
1 028, 



591 (M-H, 9) 



-7x::i;P75y-4-7 



»• 

(64) «ra¥ll-171S48 



o-- 



H 

N-SO2 H 



0 



0 



-SO2 



0 N 
H 



[0543] m\/^mAXm^Lfz 2 - y^::^}Vr S J 
-4-7x-ykxf'-;l/-N - [2 - [ (7x:i,'l/.t^ 

r5 H2 00mg (0. 3 4mmo 1 ) WS. 

yO. 07ml (0. 7 5mmo 1 ) CO^y-tfy ( 5m 

hU;U-eB*fiaLt. SiEfl:^94mg (IR*50. 

0%) ^:nrz. 

[0 54 4] NMR CDC I3 ) : 1. 5 5 (6 
H. br-S). 3. 32 (4H. br-S). 6. 9 
8(1H, dd. J = 8Hz, 2Hz), 7. 08 (1 
H, ddd, J = 8Hz, 8Hz, IHz). 7. 24 
-7. 30 (5H, m) , 7, 3 1-7. 39 (4 H, 
m). 7. 4 7-7. 57(3 H, m). 7. 64(1 
H, ddd, J = 8H2. 8H2, 2Hz), 7. 90 



(1 d, J-8HZ ) , 8 
= 8Hz. 2Hz) ,8.49 
z. IHz) . 9. 04 (IH 
H. s) 

I R ( t^, cm-i, KBr ) : 
860, 2212, 1 682, 
562, 1536, 1498. 
422, 1316, 1 2 86, 
1 60, 7 52 

FAD MS (m/z, %) : 
0 ) . 2 6 5(66) 
m^: 163-1 64^C 
[O545]Xf£0ij8S:N- 

;H 2-7x-;PTS./-4- 

[0546] 
[{bl34] 



00 ( IH, dd, J 
( IH, dd. J = 8H 
s) , 10. 53(1 



3268, 2940, 
1 660. 1 582, 



1478. 
1256. 



1442, 
1228, 



577 (M II, 1 0 



[2- [ [ (4-;^^;U 
y] X/W^r:;^] 7x::: 
7-.:i;^xf*-;^^yX 



V 



H 

N-SO2 H 



»"o 



Q 



■SOp 



vO" 



0 N 



[05471 mmm S 4 L)t 2 - 7 x :i;U7 i 7 
-4-7i-;WXf'-;l.-N - L2- L (7x-;W:t^ 

T^Fl 60mg (0. 2 7mmo 1 ) Rl/^ 1 
;Hf^^i^>0. 07ml (0. 7 5mmo1)C0<y 

-tfV ( 5m 1 ) ^fgS:2B#r^M^gKt/t. IKJeJfMtC 



(K^8 1. 0%) ^ll/c. 
[05481 NMR (5, CDC I3 ) : 2. 
H, br-s) . 3. 44 (4H, br-s) 
4 (III, d. J = 8IIz) ,6.94 7. 
H, m) . 7. 16 (2H. 
7 . 3 0 ( 6 H . m ) . 
m) , 7. 76 ( IH. 
3 ( IH, br-s) . 8. 
z) . 9. 56 (IH, s) 



1/ 
H. 



IR (i^, cm-^ KBr) 



23 (4 
, 6. 8 
04 (2 

d, J = 8Hz) . 7. 2 
7. 34-7. 44 (4 
d, J = 8H2) . 7. 9 
33 (IH, d. J=8H 
. 10. 39 (IH. s) 
: 331 6, 3056, 2 



(65) 



1-1 7 1848 



940, 2856, 2800. 22 12, 1 660, 1 
590. 1 556, 1 536. 1498. 1464, 1 
442, 1420. 1320. 1292. 1266, 1 
226, 1 142, 1 106. 756 
FAB-MS (m/z, %) : 592 (M-H, 6 
2) . 1 97(1 00) 



Mj^: 18 1-182^C 

[0 54 9 3 ##f5!l4 4 : 2 - [ (4-757) y ^: 

[05501 
[fbl3 5] 



MoOOl 




[05 5 1] 2- (2-yf';^T5y-5-3-K^y 
XT5 H) ^,&SK;>f-tVP3 0 0mg (0. GGmmo 

1 ) oyjJi^)Vr ^^y (12ml) at/xN^tFD7 
yy {5m\) C7)vg'^^^ffi(34-Xf'-;l/T-Uy2 0 
Orng(l. 72Tnmol), y^^nob'X h U 7 x:::. 
yl'dJX^'f y>N"^y^A2 3mg ( 0. 0 3mmol) 
^IVH^-fLai 1 2nng (0. 0 6 mm o 1 ) ^Jdi. . M 

•ehi?^'!77^-r.flSL. Iiia'ft;'&tl2 7 0mg (IR^ 
9 2, 6%) 

[0552]N1VIR (r^, CDCl^ ) :0. 97 (3 
H, t, J = 7Hz), 1. 42-1. 52 (2H, 



m) , 1. 64-1. 72 
3. 22 (2H. m) , 3 
7 (3H, s) . 6. 63 

6. 68 ( IH. d. J = 
4 ( 1 H, m) . 7. 33 

7. 46 ( IH. dd, J 
7. 61 (IH, m) , 1 
z) , 7. 9 5 ( IH, t 
(III. dd. J = 8, 1 
( 1 H. d, J-8Hz) 

[0554] 
[^L13 63 



(2H, m) ,3. 18- 
. 78 (2H. s ) . 3. 9 

(2H, d. J = 8Hz) . 
9Hz) . 7. 08-7. 1 

( 2 H , d . J - 8 H z ) , 
= 9, 2Hz) ,7.55- 
. 88 ( IH, d, J = 2H 
, J = 5Hz) , 8. 07 
IIz) , 8. 66-8. 72 
. 1 1. 7 1 ( 1 H, s) 
2- [ (4-Tay ) 7x~ 




[0 5 5 5]##|?!|4 4T«tL^^2- [ (4-T$ 

y ) 7 X ri/i^xf-x/i/- 2 - y^y^r s jKyxr \ 

KJ S.&#BtX-^;^27 0mg (0. 6 1mmol)0 

x:t^^f y (20ml) mm;:- 1 M -im.\\.^ V a 

*?Sia3m 1 SrJn/s.. Siar2 4B$SJS#U^c« R^Sig 

ft^gti!Xf-;l'~A,jei; y(cTS3gB%L. Sie^t'&tll 
7 0mg (JR$6 5. 2%) Sff^::, 
[05561 NMR(^?. CDCI3 ) :0. 98(3 
Jl , t , J = 7II z) , 1 . 43 1. 54 (2JI , 
m), 1. 6 4-1. 74(2H.m). 3. 21 (2 
H. t. J = 7Hz), 6. 57(2H. d. J = 8H 
z). 6. 69(1 H. d. J = 9Hz). 6. 97- 



7. 04 (IH. m) , 7- 33 <2H, d, J = 8H 
z) , 7. 47 ( IH, dd, J=9, 2Hz) . 7. 
5 7-7. 64(lH.m),7.88(lH, d, J 
= 2Hz), 8. 01 (IH, dd, J = 8, IH 
z), 8. 78(1 H. d, J-SHz), 11. 68 
(IH, s) 

I R (t^, cm-i, KBr) 
592. 1 528, 1224. 
FAB-MS (m/z. %) 
0) 

IL^. : 1 9 0 %m 
[05571 ##01J4 5 : 2 



3396. 1 652, 
7 64 

426 (M-H, 1 0 



(2 ^'OO 5 7x 



[05581 
[<tl371 



(66) 1-1 7184 8 




[0559] 2-^DD-5 - 7 x-;l^x^:z/l^.|,# 
i§2. 8s (10. 91mmol) (OMykO-^y ( 2 
0ml )MZig'fbf-3t--;l'2. OmlSW. N-x 

5ft^$:mttT®*t)t. ii®^^^#Kxf-/^ (20 
m 1 ) (c^WL, ;^^$•*}ftTMit;^^yn7A2. 3g 
(16. 36mmol), 2-T5 y^,&SSxf';P 
1 . 6ml (10. 9 1 mm o 1 ) ( 2 0 m 1 ) S 

i^x^;i. (10) cM^mimy l . ^a-c i s 

ft4. 1 2g (ltZ^9 3. 5%) 




[05 6 3] ##(9114 5 T't^itU^ 2- (2-c70D- 
5-7x~;l'Xf--;l^yXT5 l<) %cU^mt.&}V 

4. 1 2g ( 1 0. 2 0mmo 1 ) iOX^'y-;!/ (20 
m 1 ) mmz 1 M -7KMfb-^ h y '>A7[c?t?R3 O m l 2r 
JP7-. 3ll$SmjitlL-it. 1 M-jfJSK^ 

ism. ^^«^^«ffTS*U7t:. ^etl^»^x^;w- 
SEflS^S. 26g (IR^8 

5. 0%) ■kWz, 

[0564]N1VIR(^,CDC13 ) :7. 14- 




[0 5 6 7] ##(?ij4 6T-S?jSt3t2- (2-^^00- 
5-7i~;l'X^-/L''<.>-XTS K) SA#lfXf-/l' 
0. 9 0 g ( 2. 39mmo I ) (ON. 
f-U^vTSy (8ml);g?KClRgt*y'>A0. 4 0 
g ( 2 . 8 7mm o I } J^lXBwt . %cOvStt^tfl?|-JP 
X. Jt®*l 8 0rt'3i^aa3syit*t:^cf^. ^;Sjtt' 

'mx.it. wmm^i^-mi^nt. »isx^;i.-c 

%0. 42g()R>p4 1. 1%) ^'f#fc« 
[0 5 681 NMR (a, DMS0-d6) : 2. 83 




[0 56 0] NMR (5-, CDCl3):1.40(3 
H. t. J = 7Hz). 4. 37 (2H, q, J = 7H 
z) , 7. 14-7. 20 (IH. m) 7. 34-7. 
40 (3H, m). 7. 45(1H. d. J-8H 
z) , 7. 50-7. 58 (3H, m) , 7. 60- 
7. 66 (IH, m) , 7. 80 (IH. d, J = 2H 
z), 8. 10(1H. dd, J =8. IHz). 8. 
88(1H, d, J = 8Hz), 11. 57 (IH, 
s) 
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7. 20 ( IH, m) ..7. 33-7. 38 (IH, 
d. J-8Hz) , 7. 50-7. 58 (3H, ra) . 
7. 64-7. 70(1 H. m), 7. 81 (IH, 
d. .T = 2H7. ), 8. 12 (IH, dd, J = 8, 1 
Hz), 8. 98{1H, d, J=8Hz), 11. 3 
9 ( IH, s) 
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(6H, s), 3. 29 (2H, t, J = 7Hz) . 
3. 64-3. 7 4 (2H, m), 6. 98(1H, 
d, J = 9Hz), 7. 19-7. 26(1H, m), 
7. 40-7. 46 (3H, m) , 7. 49-7. 55 

(2H, m), 7. 58 (IH, dd, J = 9, 2H 
z) , 7. 62 7. 68 (III, m) , 7. 91 (1 
H, d, J=2Hz) . 7. 94-8. 00 (IH, 
m), 8. 04(1H, dd. J=8. IHz). 8. 
53 (IH, d, J = 8Hz), 11. 98 (IH, 
s) 

IR(y, cm-i, KBr) :2208, 1 680, 1 
660, 1 592, 1 530. 1 228. 754 
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FAB-MS (iii/z, %) :4 26 (M-H. 10 
0) 

MM.: 1 8 1 - 1 8 3'C 
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9. 8%ce llulose.5%salt,0. 1% 
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(225mM mannitol, 75mM sucr 
ose, lOmM Tris/HCl (pH7. 5), 
0. 05mM EDTA-2Na, 5mM potas 
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lOmg/1 aprotinin, lOmg/1 I 
etipept in, 10m g/ 1 n n t i t r y p s 
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KOSSWJSR ( 1 OOmM Tr i s/HC I (pH 
7. 5), 0. 5M NaCl, ImM EDTA-2 
Na, 0. ImM DTT, 10%giycerol, 
1 0 m g/ 1 aprotinin, lOmg/1 1 
eupeptin, lOmg/i antitryps 
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tfV^s ±:m 1 5 Om^mmm ( l O OmM -i-r 
i s/HC 1 (pH7. 5) , 0. 5M NaC 1 , 1 
mM EDTA-2Na. 0. ImM DTT. 10% 
glycerol) -C-^^^fL, 5//M@«07 
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-1- ^ttwrnm b -? a c c s-gipaj . 
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^l(40inM Tr i s/HC 1 (pH7. 5) , 4 
OmM M gC 1 2 , 4 OmM sodium c i t 
rate, 2mM DTT, 100;/g/ml fat 
ty acid free BSA) iMl. S7X:T 
3 0 ^raMiS^iT-ilUffl t , ^l^mz 74kBqcONaH 
-^CO3S:-^tf2 5 0/z 1<7)^2 (4 0mM Tri 
s/HC 1 (pH7. 5). 2mM DTT. 8mM 
ATP, 0. 5mM acetyl CoA)§':^D 
L, M::3 7''Ct l0^r^'Bia«t'J!)Dfititt^t;:0. 1 
mIOlN-HC 1 Srj^nLTSJS^ffihL^. «ffiT 

.$L3t, «-ft&!B)Wlfl«Stt ( 5 . 0 X 1 0-6mo 1 ) 
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ulin^ 0. lmg/mlglucose,18- 5 
kBq/ml [»«C] g 1 ucose) {3»Uc. 
0. 75X106 eel 1 s/m Hzfii^LJt. ^J^H 
e p G 2«5r. 12we lip late (Clml/w 
el lT«ai-, 5%C0 2, 3 7°CT'-BfttS«f* (t5 
?§jg:DMEM, 4. 5 g/m K ^^yl'^-;^, 10% 
F R S ) P R S ( - ) ^1»jS{C-C 2|ga?f 

S®|i«»?g^0. 5ml/wcl IX-mwb^m, 5% 

CO 2, 3 7'cr3«ffa^^u>:. mmm. *?$ucp 

B S ( - ) i^ffi-CWIiaSr 2 Satj?> L . t -5 7t« 

1) iCTtttnty-c. ttU5tlfCX^'y«-;t'2. 5mlt5J: 

7/3 3 %7i(m'it:f} A 0 . 1 m 1 SrJPi. T 7 O'CT 1 

•^y : v^Xf-^JUX-r/U : PK= 8 0:20: 1) tCT 

mw>'y'fi^-iy3y;(f^y?-izxm^Uz. ^it 
^mm^m^% ( 3 . 0 x 1 0-9 m > ^i^ibti. 

?S^^*it;:*-r, 
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